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(54)TitIe: CARBOXYLIC ACID DERIVATIVES AND DRUGS CONTAINING THE SAME AS THE ACTIVE INGREDIENT 
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(57) Abstract 

Compounds represented by general formula (I), nontoxic salts thereof or hydrates of the same; and peroxisome proliferator-activated 
receptor regulating agents containing the same as the active ingredient, wherein each symbol is as defined in the specification. Because of 
having an effect of regulating PPAR receptor, the compounds of the general formula (I) are useful as hypoglycemic agents, lipid-lowering 
agents, preventives and/or remedies for diseases associating metabolic errors (diabetes, obesity, syndrome X, hypercholesterolemia, 
hyperlipoproteinemia, etc.), hyperlipemia, arteriosclerosis, hypertension, circulatory diseases, overeating, ischemic heart diseases, etc., HDL 
cholesterol-elevating agents, LDL cholesterol and/or VLDL cholesterol-lowering agents and drugs for relieving risk factors of diabetes or 
syndrome X. 
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Rtmt&s c 3 - 1 5 (own, rat EMftSimmiszvmffi&ifcmmz 
mt>-t 0 c3-i 5« =m&mw&£v t mffi£,mmtLx\±, 

5 v^n^y? v?n*??>, y^D;t>, y^f*^ v?n^<> 
f-y, v?n^-t>, v^u^>^vi>, y^DA^fyx>, ^>-t£^ 
s<v9\,y, -<V7*y, i-ytvv, 7Xvy s y^tuy, 7xtyH/^f 
y, 7Vh7-t>> 7-fe"^7f- tf7i-i/>, ^)VMYus<y $ v> s 
>iyfy (V^Yu^y^y) s /<;Hil>'D^>f>, y'HKnt7^>, 

10 f h7tKDt7^U>, '<;HiKat7?l'y, ^mKo7Xl/>, 

^)H:Fn7-tt7fl/> 1 ^tKD7x-U>, tfv^n^>*>, e-y 
^n^-tf-^ fy^UAyry ( [2. 2. 1] Ifv^ n^-/* >) , fc'v 
?u*??y y n*y^n;ty, tTv^nf* 7**v>? hit 
15 &o 

Atnthii, 1-410(7)^^^ i - 2 mommas £xf/*tz\± 1 

(i Z <D~U t tz Uzi> <Dtf$ iti& 0 

tf^v^ tf'Mv>> fci'J^v^ 7-b*fc'>, v^-tftf^. 7 7 s y, fcf 

xt'y, v*-/k v ;k f7v-K ^fvf7y-^ * 

25 +ty'77'-)K **^7v>> tW7y> ( **Hf7-t:e> % 

T*£\£>. f7y7'/-;K f77y>, f7y7y>, ?- 7 7 -tf fc° > , ^7 
v7-fc*tl'>, 47>f>K-JK ^> % /77>, ^7^>V77>, 
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^yy*W/-;K ^V'/f7V-;K ^'/^r/-^, #;w*y-;K 

h u 7 yy y, h v ryy -yy, fh7 , / , J>, x h7Vj v* y, kd tf 
'J y > s V\l Kn MyVy, V t Kn e y < s> y, Kn e y r-y y, tf ^ 
10 'J x b 7 Kn e V < v> , f h 5 1 Kn ^v>, v 

fcKny^y, f h7tKo77>, v*HKne7>, fb7t Kni^yv, 
ytKnf*7xV, r h n KnWi>, ykKofrr/ (vfcKn 
f*I^7>) » r h7t Knf-TM y (fh7tKnf*e7>) , vfcKn 

15 7tKD>fvt+t7 , -;K ytKnf7V-;K f h5b h'nf ry-;K 
ytKD^vf77*-JK fl>7iiKD'f7f77-;K J E^*U>, f-*^ 
>u*yy, >f>KU>, -fV-f>KV>, ?t Ko^'/75>, A'-tKn 
^>V7 7>, yt Kd^v^>7'7 7>, Kn-f v^>y*77>, v 

tKn^yyf t7x>, ;N-tKn^y/f t7x>, Kn>f y 

20 ft7i>, ; , c-liKn'fy^>7f-*7x>, ytKo-fyr/HK 

tKo/f>r/-;K yth*n^;v>, f h Kn*;>; >, x-fcKn 
*y 'J 7, yt Kn/f V y % r h7b Kny y*y y y, Kn^f 
V*yy>, ytK07^7y>> r hyfc Kny ^r>'^ ^'-tKn?^ 
7'7>, ykKot7f'Jy>, 7h7HKDt7f'Jy>, /■?— n Knt7 

25 f'Jy>, ykKD^r/H'J^ fh7tKn^^t'J>, /*-fcKn* 

yj y, ytKnyv;TA r r 9 fc Kn -> > y y y , Kn v y y y 
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-tf tf ^>y^-TT-tfif>, s<yv? TVr^My, ^yvr^My, ^.y 

5 V*vT-b'H°> % >f>Knt + V74fli>, f>'Df h7t KD* Wfy, 
^ y Kn^^-tvT-Htf > Kot b 7 1 Kn**-9-v7-bffcf f > K 
nf77ffc'>, ^>KofF7tKof77-ifli>, 'f > Knf-T y'7-b'f 
>f> Kttf F7t Kof7y7-b*f>, > Knr-tf tf>, ^>Knfh 

10 ^>/7?f>, ^>yf7v77-;K ^>y*F'J7v*-;K *y77-, 

-tKn*;VA'/-^ ytKD7^Jy N A fh7tKn7^'Jy , A a'- 

15 -jRS (I) R 2 t LTJi, L< «C l~4 7Wi?*0, #K 
( I ) Cyclt LT(i, £P2 L < tt 



HKA (I) LTti\ ff* L< ttC l-47^U>it?*D, # 

L<liC 1-27^U (-CH 2 -&, - (CH 2 ) 2 -*) 




WO 99/46232 



PCT/JP99/01134 



(I) *K A 3 t LTIi> ifJL<iiCHSW„ 
-ft* (I) «K R4<Dfti Lv>^M(i3fi:-e*^o 

R 8 R 9 

-fe^ ( I ) R 4 t LTIi, #2 L < it — A 4 -C— COOR mX'*>Z 0 

HftS (I) A 4 LTI±, 0$ L< \m%&ZtH±-C 1-4 7)U*U 
5 >-0-IJfcli-Cl-47Kl/>-S-ST*»l, ftlZfti L< 
£\ ltli-CH 2 -S-$^4, 

( I ) *K R 1 t LTJi, »i L < tt**^, C 1 ~ 8 7;u**£, 
10 Anyvjl^ h y^n> h*v&, Sfctt h 'J^n # 

HRS ( I ) *K C y c 2 -C^t>$it4^*illt LTti\ 8P£L<(iC3~ 

u7?> N i/^D^>^>, v^n/s^r-y-^, i/jru^-ffy^ v^npj-^? 
15 ^n;t>, v^of* >J^:(i^>-b*>-C^0> S £ K£f £ L < li v 

HK£ (I) Cyc2tlfc$^^f DiiLtti, #£L<fil~ 
2.ffloS*JK : f-, 1 - 2ffilO»*JS ; f-iJ Jtf/tfctt 1 IHOfifcJtJg^^^tr 5 

20 L£fc<7)-?2>«K J: $fiP£L< J±77>, ft7x>, tf';v>, 

rrVTV-fr (1, 2, 3-f7v7/-;l/) , tf^y v>£ fcliy*** 

(i f 3 -s;***>r >?» -?hh 0 

( I ) t t J > Ri?£fc3*i&&£8U:LTI±, £P$L<{iC3~l 0 0 
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> % i/jrwo fy^ i/^u^^-^-y, ~s?Usjr??y, v 

-ttS (I) <K Rltt^J^AfD^tLttt, «FiL<{il~2ji<7) 

5 m^^, i - 2m<r>mikw.i-&±Tf/$tz\± im<Dffimw^*$is5-~ i o 

lollifcii r^m«7 >; - ;u £ £ fi ^ <t>— gis $ £ n£ m*mn Ltz i> 

<D-?$>I), «fc L< l±7 7'A ft7i>, IfV fTyjy-^ (1 , 

2, 3-f7y7 1 /-;l') , e^7y>i/:liyt^^>f> (1, 3-v 

***r-(yyy) xh<o, s l < i±^tvtv*-;u (i, 2, 3-^ 
10 Tvrv*-;u) -e&& 0 

ppAR£®i£smmm%k ppAR^«s+7iKim ttzuppA 
15 r£^# a m+d wmmmx**> 0 , mm* l < f± p p ar^m ai+ri 
, t tz u p p a r d mm® m * o 

PPAR^W^CIi, PPAR$»^X Y&ZTfPP A 
Rg#ft7>* =f-7> b fc^ft*^ ^L<l±PPAR$?ffr7^-7, b 
«t L< tiP PAR§$# «I7^ K PPARm^I 

20 T=T-*K PPAR$M«S+7i7^-^F, J/cliPPAR^ff 

g)+ 517^1-ni), L < P P AR$t# al+r!7 

XK ifcliP P AR <J 17^7 h-e&£ 0 

(I-a) 
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A 4 — C — COOR 7 " 1 

H °Y^ (in) 



R 3 



5 -«3£ (IV) 




10 ttoE*tt*Efcra ) ■C^S*i*<fc-Mfct-«« (V) 




(n) ^$ti<Mfc£-«-&:& (m) ?*s*i*ft*4&0S6tt&*D 
flxtf, -jksS (n) £ tihit^te x v-fog, (m) -e^s*!* 
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^>4f>, Y)V3.>*?) dp y r«/M (77v*;^f^xf 

;W 7^y*;^'>^y'fvyoe;K 1,1*- (TVv*;W **-;!/) yf 
^V*^A 1, 1' -TVtT* (N, N-y7WW7^ Kf) Sitf* 

5 ^**7-r>30#£T> 0X:~60 , C'C> 3-2 0 £ t K J: 

(iv) ^3*i*ft^i$J:tFH!B5S; (V) ■ejS3fl.Sfl:£*©KiS 
ii£*n-efc»K «*.ar, (iv) "?m$ti&{t&to&xv-lB& (v) -e 

^$*L*ft^**3pfi5tt^r*»* (T-yu^Yu-yyy (THF) , yxf^ 
10 -x-r;i-\ i^it^^^y, ^on*W, HJfi'fb^S, ^>^>x ^4r-9->, 
^>-tf> % h;i/x>, y>fH)PA7 5 K (DMF) , y^fW^^^fy 
K (DMSO) , A*t^fHX777^ K (HMP A) 30 «K i£g (tJc 
^b^-hV^A, MJxf-;i/7$>> f'Jy'A 

30 o^iet, m^xoximmm otiti-Yvv^s 3 7^*y7A^) 

(2) HKS (I) T^SftMfc^^^ R 4 ri ? 2, 4-WJy>y 

*>-5->f ***3*fc1-fl:*», t*t>*>-«s:S: d-2) 




(vi) 
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5 ±ERlDfi<&*a-C£ 0 , fllitf, (vi) t^$;h^t£-ti£it>*^* 

(3) HRS (I) T^Sft£fl;£-t>Od^ R 1 £«£ t/C OOR 7 <OHO 
(1-3) 




15 (5S4», Ri-2i3 < t^C00R7-2(i^^f L Ri^j:t/C00R7i:|W!i:it 
mzmb-fo fc£U R i-2j3itfCOOR7-2o^<7)/J>&< £ loo 

5 y fctt c o o H&zmt> u tomonww&tm c**** 

t>to ) -C^?S*L4ft^«ttHf|B-iBSft (1-1) 7* 
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10 ItK^) tLOiifi&oifcfr* (JKbJtXftflk*) <K 0~ 

15 & mm, so-V>s , (flflxjf, 7-bb>, 

iWF^f) > -h'j;i^ , 7^ (ffj 

±©«***«] y^mimm mm, ^r/^-Ri ^y^i, 

#E£fctt2mffiT<D**#B^;T£ Tttt^KTV^x^ AMI, 0 - 

2 o or^m-ctT&fcft^o jk*fflv>s^tc(± % ^-oJg^fflv^Ti iw 0 

25 (4) HK5$ (I) -cmZtL&it&totol^ R*tf2. 4-f7^J v>v 
•til&to. tfcfc^HKsS; (1-4) 
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&tt & Kesris s tz \±m&m»mK x a wmm.^-t aiaotti 

W. Greene, Protective Groups in Organic Synthesis, Wiley, New York, 1991 ICggf^ £ 

iliRft «fi£? I * g?£ fl\t #K Pl£ $ v> 0 m I l*T. W. Greene, 
Protective Groups in Organic Synthesis, Wiley, New York, 1991 1" ISIS £ tltz i> <Dtf 
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(n) , (m) , (iv) , (v) sxv (vi) ■e^Sfi-Mfr&fcfi, * 
Wiif, -tt* (n) 2- (5-^f^-2-7x 

— ;i/ * V- ;i/ - 4 - A /I/) 3.9 J -to liJ. Med. Chem., 41, 5037-5054 (1998) 

09x.lf, HK3$ (IV) , (V) isitf (vi) ^$ii*ft^*ttJSLToa& 
XSStw J: o XtfZ ft&^&K «t 0 Rat ZZt # 4 . 

io Ri i-i :fi«s*ife*»*ifci±^A'*^hat; 
A4-i : &&&Ztz\±C l~47J^i/>l ; 

A 4 -2 ; -c 1 ~4 7;i/^U>-0-^t7t(i-C 1 ~ 4 T;!'* U>- S - 
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tmscn: h'MWJ^yr-K; 

15 P h 3 P : h V 7x-WX7^ > ; 

ADDP: 1, 1' - (T'/y*^*-/!/) y^'JyV, 
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Titz (iMHET iz&VZM®. v 'J * £ it lif 4 $v > * A £ ffl v> 
7>l^-^ N-*f-/l'-D-7>:fr$ >30 Oi£riWbft&o 

tt& sfciigMRtt* hV7^tD» iLB&e, ya7»«[, 

25 -tfSS ( I ) tiZ*%Wit&tidtf? P A RWiMtlfllflHt **rt & - 

PPARa7^7;h ffitt, PPAR77^b flHtlS «fc 0 s " P P A R S 7 =f 
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■?^v (TK) 7n*-*-$ETO;Uv7i7---lffcfgT-&S 

^?-<hLT, PicaGene Basic Vector 2 flCi^'f * * n ^ No. 

309-04821) *fe/l'S'7x7-**Me^**J»jWU T K7*n^-^-^ & 
opTK/9 (?ovf ; ^tt, #*n^No. 6179-1) ^e>&gS/jN<7)7'n*- 
10 LTTKyn^-^- ( — 105/+51) iET^*>7i5- tfitfe 

tWifB^tiiGa 1 4SeotS«rE99, U A S * 4 MB. *)i£Ltz^>» 
y^-mUZnXL, 4XUAS— TK — Lu c. fcflMSU 

15 E?iJ#^l : Ga 1 45fi(&«FE9>J*ift0jSL2ti>^>^-Ryj 
5 , -T(CGACGGAGTACTGTCCTCCG)x4 AGCT-3' 
giGa 1 4 5SODNAift^*0*A'jK^'>;u*3fi^rt5£#»t h P 
PAR a, y i1z\±8$®foW)it> Yt&&8&*U&Z-*1z.* * 7g£#S 
6 * f&3£1" * ^ * * - * J»T © J: 3 ffoft L . "J - 4 *> , PicaGene Basic Vector 
20 2 (iSnp*. SC#'f>*tt. #*O^No. 309-04821) tg#3£m^**-tL 

Tyo^e-^- .x^>-9— glftli*®** fc, »itaMS^**>7£$# 

Ga 1 45e©DNAfe^f«, l#B*fc 1 4 7f§it(7)7^»J 
*a- K1"*DNAT*fcfc FPPAR «, 7 Klfrfr* 
25 it £ 3 - K"f 4 D N A ri ? 7 U - A 7 Jt 9 \z M & L X , PicaGene Basic Vector 2 

59 



WO 99/46232 



PCT/JP99/01134 



ify V&&mi&<D7 5 J %?%i\Z\± S V - 4 0 T-antigenS&O^frv^^K 
Al aProLysLysLysArgLysVa lGly (ffi^-f- 2 ) £ 

5 zcy^tLX, 4 >7)UX.>-f <D^-? 7 -y h-7\ TyrPro 
TyrAspVa lProAspTyrAl a (g2?iJ#-5§- 3 ) iHH^it^ K 
> ^ffilcE-T h X i £ D N A@£?iJ t L fc„ 

h P P A R a > 7 2 £ Ji £ 'J V%&ffi®t LTffl V>£f#£it 

ft^-g&flli, R. Mukherjee h (J. Steroid Biochem. Molec. Biol., 51, 157 (1994)#BB,) % 
10 M. E. Green h (Gene Expression., 4, 281 (1995)#fl3) , A Elbrecht<b (Biochem 
Biophys. Res. Commun., 224, 431 (1996) # M t tz \± A. Schmidt h (Mol. 
Endocrinology., £, 1634 (1992)#B3) IZ&ftZtltzK h P P A R£#te<£>*?tiiit$f 

thPPARa K££-H&: S e r^-Ty r*« 

15 \L h PPARy Vify S e rl76_Ty r™ 

h P PAR 8 Vify Vft-kft®: S e ri39-Ty r*» 
\ (tl-P PAR7 1^ft> r- PP ARr 2£#ft-?JiS e r 204-T y r 506 

&*mm~#i-z>%mz*-* —r^< , ppar>j^ K*s£is&££:& l 

20 fcG a l 4gfi^)DNAjg^^ 1 #g^<b 1 4 7#g J T*OT < 7 ^E^lJ 
Kt£DNA£#t£^^*-&#^TPML£ 0 
2) thPPARff, 7 ^;li^ft^fflv^;;i/y7x7-€7 7-l:'f 

M'^ai^-W (DMEM) (GIBCOBRLtt, # * O 

25 ^ No. 26140-061) 1 0 J: -5 K»U S bfcfci&ms 0 U/ 
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m 1 O^-z/V >Gt 5 0 M g/m 1 CDSg^T. h U7 V v 4 v y £j&n 

Ga 1 4 -P PARISH* *-<7)ffiDNA£*i±*ffl]fe 
ft^SAI"* h 7 ^7i^ya >K|S£U 10cm dishK2 X 

5 1 06cells}f«LTj3§, jfiLflt Z&i % ^%M'?-mmfr&YpZ1& Ltz&, TO 
Sill Om 1 ZtiUz.tZo -&m=Fl 0/z g, G a 1 4 - PPAR^ 

? * -0.5/* g tlipofectAMINE 0§°d£, GIBCOBRLtt, iJ * o ? No. 18324- 
012) 5 0// l£«fc<7lfOU ±E^dishtC«L^o 3 7t:Tig«£5~6 
B#K&»j\ 10ml Oit^lfe^lflLTt (GIBCOBRLtt, il * u 7 No. 26300-061) 

10 2 0%£^tfigi!!i£fln;L£o 3 7t-e-^f Lf:t, b U ^v>^3i 

Kio-C#ffc£-S\ 8000 cells/ 1 0 0ml DM EM- 1 0 %it#rlfiL7i/wellO$l 

^Jg<7)2^iiS : S:^tf$l&Wk^cODMEM- 1 0 %2*fJliL»»?fcl 0 0 
H HmwLtZo 3 7t:-e4 2B#TO«L, M£7#8?£-<i\ ^Ctot^ 
15 v 7 i ? - * £ L fc. 

PPAR f^ttKBCL-Cli, PPAR a IC^LTtf C;Vy7x 

7-^«f5^^¥^fStt^^^l^^M^tl*;W^^^'j> (Eur. J. 
Biochem., 233, 242 (1996) ; Genes & Development., 10, 974 (1996)#B?.) 1 0 M M^ 
»^y7i7- fe*i£tt£l.0i Lfcfc § ©^^MaS/iM^W^ffl 
20 *H&t££fe2 1 K,tL£ 0 

PPARy 73*-7, hfg&KBILT^ PPAR 7 CWlttii:^v7x 

HHSttJSft'fr* hn^'J^ V> (Cell., £2, 863 (1995), Endocrinology., HZ, 4189 
(1996)£ X tfJ. Med. Chem., 22, 665 (1996)#B3) 1 0 ft MWJWSOfr v 7i7- 

25 vfe&ti.ot itz t^o^mit^m.Oft Mffimtif<nmix£\$.zu 2 2 
p p a r 7 ^ * k m l -ai , \t%® z $ z % ^m<v h i mm t 
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^2 1 


P P AR a 73\ 








Hjfefl)2 


2. 1 


2Sffifll2 (5) 


0. 8 


%mm 2(11) 


3. 2 


HJfeM 2(12) 


1. 7 


g2 2 


P P A R 7 7 =T: 








%vm 2(12) 


1. 4 



62 



WO 99/46232 



PCT/JP99/01134 



^2 3 

ppar5 7=t-7. 





mm (hm) 

0 1.0 10.0 


nmM2 (22) 
mmm2 (93) 


1.0 9.3 6 6.7 
1.0 3 6.1 5 4.7 
1.0 11.9 61.6 



^ttKKAy/TaV^T, ( 1 S£ 7 E) *7JIf* (#M3 5~4 0g) TAWm, & 

mmm^B (os) > 0^*11® (hv^v-tu k (to 

1fi) K&o*<g^t*fi : fcv\aB<t:') 2BH, *f§^b£«0.03% (w/w) 
#tf®*4-> & L < imMm&Z<Ol>e>'?mi?Ltz 0 m^S BiO13:00K$&fiL£ 



4 





ill (mg/dl) TGH (mg/dl) 
3B 3B 


zj y y n— )\/ 

%mm 2(12) 

rlffi38.9mg/kg/day (&#H) 


495 ±35 558 ±107 
214±19* 221 ±66* 



* : p<0.01 vs 3 y Y n -;u (1^7E5) 
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mmmttMB cos) 9:oo^mmm^hUisa.L, hh^hr (h;^v 

5 -bU K (TG) fit) , Mmmtom (NEFA) , «3l/7fD-ji/ (TC) fit 
K-fcaSfl-tf&fTfcv*, #^9^-^-©*l«SI**/MRCL}t 0 IB, 17:00 
H*»9!fl:^**0.5%*^#4r*>^f-^-bJl/n-^ (CMC) 7K*tt»CT»* 
flL raWKKnUXf-n-A/A (f-^-^X'^^-tt, CRF-1&* 

•l*MC5.5%lf— J-yflu i.5%3l/Xfn-;K 0.5% n- Lfc to) 

10 fcftLfc. 

IMfe l B @9 : 00fcfc»lR»iliL*ftfcv\ $&9Hi:£*ft54fc4)jjiLifi JBK 
(TG, NEFA, TC1S) iMfcLtZo lk&£^2 5 IZTpto 
it^iil 0mgX3/k g/daytMIPK4*fT&ofc„ «t?*tin > 

hn-;u^ (0.5%CMCO*£4) £ «fc WS^fc^#4»W#-C*f*&« 
15 v»iiBi6t»*i4*»o7t. 



^2 5 





TCm TGm NEFAli 
(mg/dl) (mg/dl) (jxEq/l) 


£ifctt2 (12) 


188±5 147±9 489±66 
70±5" 100±14* 178±14" 



* : p<0.05 vs3>hn-;l/ (1 »7E) 
** : p<0.01 vs n > h n -)V (1S7E) 
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5 mm 

PP AR££&£$IJ®1-£ft;8££LTj3fK Wt^T^, JH«i& 
LDLawn-^iQf/ifcliVLDL 3P^f n-;K7)I^k 11^. 

ftfc p par (»7^ hftffl^irr/* fcttp par / r^r 

$$ij> HDL 3 U^f D-;i/±#f^I, LDL 3l/Xfn-;uijJ:^/J 

tibV>*!*m\±? P AR £ T=f^x hftffl££LTV>££i6, HDL3 I/^f 
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mm 

5 +sHc£-e* ft* o 

10 fc lilMiP 2 ft 4 o 

S#ftJ±, flefc, WP«J:»)i^ 
JifcA— A&tz*) > ll3^o#, 1 mg ^<bi000mg O^H-C, 
1 B lig*&MlftP«43ftij&\ ifcl±JfiA-A*fc»K lEHco^ 0.1 
mgHlOOmgOftlt 1 B 1 B*fcft@3MSD&5- (»iL<{i, & 
15 MflS-S-) SftStfN ifcti 1 0 lB#K^e> 2 4«FWOtti|-ClHRF«3Ki#iKiSt 

25 iOid^rtBRfflS^Smc^v^Ttt, ttfcoifcii*ft&±OiS148fSttt* 
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Mil (^^^ 7^^7^>K^) ITfcfcfto T 

ih*j, mnftu aftn, w*#k &«r*ij^*#*r 

n * urnwk s, * s & l , fr km ft * * &mm&* t 
tzimvmiizfemixmm-tzztiiXZZc 
25 %mn&5-<Dtztb<oz<DtiL<DmMtLx&, nt-Ditzit^tiPXjLomn^j 

ft«:^*, fcifcfcJ: 9fc#3*i*W8«aU $fcff*»J> i£A#k 7^1/ 
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«0ft*#&tt,«;ttf#BMHMI& 2,868,691 ^£<fc 0^113,095,355 ^rKUL 

15 *=E0I1 

3 h^v^ h^rv^^XT^f't: K 



O 




20 3 -t KD^r y^'/X7^71i K (2 0g) , ^nn>f ;MfJl/X-f ;i/ 
(25ml) iSilfyMV/n f^xf^r ^ > (114ml) Of h7t K 

D77> (300ml) is&fcm&KT i mmwttz 0 Rj&fc&mmzftjk* 

25 Stifcv'J *W7^^Dv h^77-f- (A^>:^xf;i/=2 5 : 
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1) ttfflfiU TE*tttt**F'***«fl:£ft (2 3g) 
TLC:Rf 0.65 (^Ws '. gfc$x.-f ;i/= 3 II); 

NMR (CDC1 3 ) : 5 9.98 (s, 1H), 7.42-7.56 (m, 3H), 7.30 (m, 1H), 5.24 (s, 2H), 
3.50 (s, 3H)o 

mm 




10 

frXitT S - *? J» Vf">A (690mg) <0f h7kF0 77> (60 
ml) jR»»^##Wl -CRitL^b^W (3.0g) Ofh7tKo77> 
(4 0ml) ?§?££iQx., MS? 3 0#W«#Lfc o ££&g-«ftC|gffiItttt 

15 »9»*'>U*y/U*9A^n-r h^77^- : ft» 

xf;i^=3 : 1) -CfHSU TE»tttt*^rl"*«H^!» (2.5 g) *f»fc 0 
lLC:Rf 0.39 (^^"9"> : ft8xf^=3 : 1); 

NMR (CDCI3) : S 7.25 (t, J = 7.5 Hz, 1H), 7. 10-6.95 (m, 3H), 5.20 (s, 2H), 4.70 
(d, J = 6 Hz, 2H), 3.50 (s, 3H), 1.75 (t, J - 6 Hz, lH) e 

20 

£MM 3 

3-> h^rv^ h^y^>y>7*D< K 
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&%M2"?9k&Lt:it&b (2.48 g) ^J:I/f'j7xzW770 (4.64 g) 

<o&it*?-]s> (i5 0mi) mmm$kit&im (7.34 g ) zuaz-, 0 

»Rif*=5 : 1) -CflHRU TlB»tt««:*t4*«fk*« (4.41 g) 

TLC:Rf 0.71 :»K^^=2 : i); 

10 NMR (CDC1 3 ) : 8 7.25 (t, J = 7.5 Hz, 1H), 7. 10-6.95 (m, 3H), 5.20 (s, 2H), 4.45 

(s, 2H), 3.50 (s, 3H)o 



2 - (3 -* Y*is* ^i/7x-^^Wt) • ^f;Vi^f^ 

15 



&*toS*n&Lt:it4M (4.41 g) > f*7V3-Wf^ (1.5ml) , 
(2.45 g) i3J:D J 3»^k*';^A (2 5 Omg) OT-feh-hVA' 
20 (5 0ml) SSift*3ll#raj8«feLfco fiaSa-6«tt**jiL, %ifc£*l8L 
to »^y'J*^*7A^D-7f777-f- (^-9-> :ft»xfA/ = 

5:1) -euwu TiB»tt«**t**»k*« (2.81 g) onto 

TLC : Rf 0.57 (^*^> : ^if;i/=2 : l); 

NMR (CDQ3) : <S 7.25 (t, J = 7.5 Hz, 1H), 7.05-6.90 (m, 3H), 5.20 (s, 2H), 3.80 
25 (s, 2H), 3.75 (s, 3H), 3.50 (s, 3H), 3.10 (s, 2H) C 



# #ffll4 
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2- (3-bKn^v7x-;MfW) ftR-^f-^x^f^ 




##00 4 rHiit L ^it^ (2.81 g) (OtfiS-fr (20ml) Ml: 4 N — 

ttioy**t>»« (i imi) *jnx., ma-c3 0 ass 

io »8i^=5 : D -c««L, TIMfrteH*#+&*«fl:** (2.i6g) 

TLC:Rf 0.45(^3r^> : Bfc$P^;i,= 2 II); 

NMR (CDC1 3 ) : 5 7.20 (t, J - 7.5 Hz, 1H), 6.90 (d, J = 7.5 Hz, 1H), 6.85 (d, J = 2 
Hz, 1H), 6.75 (dd, J = 7.5, 2 Hz, 1H), 5.05 (s, 1H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 
15 (s, 2H) 0 

nmm 

2- (3- (4- (4-^f;l/7x-;l/) f-TV-;l/-2 -4 fr* h*'» 7 
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##fl5?«£Lfcfl:<£!» (0.30 g) -kWLtl-^y (1 0ml) fc»j*U 
2-t Ko^y^f;l/-4- (4-^f;l/7x-;l/) f7'/-* (0.34 g) £J: 
IfbV7xi**77^ (0.44 g) tUPxT, £fi?553"W«#Lfc 0 
5 ^i&ifcfcl, 1' -7Vy*W-Jl/yH»Jy> (0.56 g) £tJDx.T, ^fiT 

h U * «fc TOfn^^TfceM^^ U «s*fifcK^ 

- (^*-9-> : ^81^=1 0 : l) T««tt***t**»W 

10 fc&to (0.51 g) fcftfco 

TLC : Rf 0.56 (^*^> : ft||xf;l/=3 ; 1); 

NMR (CDC1 3 ) : S 7.79 (d, J = 8.2 Hz, 2H), 7.44 (s, 1H), 7.22-7.30 (m, 3H), 
6.91-7.05 (m, 3H), 5.42 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.39 (s, 3H) 0 

15 mm m ~*mm\ (1 3 7) 

;U-4- (4->f;i/7xr:^) f-7 V-^* /:lifflSt4iI#$:iv»T, 

20 ^M Mi (1) 

6- (3- (4- (4-^f;i/7x^) f-7v*-;u-2 -Jjv* h*v) 7 
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TLC : Rf 0.75(^*^> : gfc&xf-;W=2 I 1)1 

NMR (CDC1 3 ) : d 7.48-7.66 (2H,m), 7.43 (1H, s), 7.28-7.10 (3H, m), 6.88-6.72 
5 (3H, m), 5.41 (2H, s), 3.66 (3H, s), 2.59 (2H, t, J=8.0Hz), 2.39 (3H, s), 2.30 (2H, t, 
J=7.5Hz), 1.74-1.46 (4H, m), 1.45-1.16 (2H, m)o 

feffifli (3) 

5- (3- (e7i-;l/-4 -4)V* h+y) 7x^)1/) 
10 X7,x;W 




TLC : Rf 0.57 C^*^ : ftftxf^= 4 : 1); 
15 NMR (CDC1 3 ) : 8 7.30-7.62 (m, 9H), 7.20 (m, 1H), 6.77-6.83 (m, 3H), 5.08 (s, 
2H), 3.64 (s, 3H), 2.60 (t, J = 6.8 Hz, 2H), 2.32 (t, J = 6.8 Hz, 2H), 1.59-1.66 (m, 
4H) 0 

mm (3) 
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4- (3- (k*7x-;i/-4->f;Mh^y) 7x^) 7* • ^ -T^x 




TLC :Rf 0.65(^^r-9-> : g^®?xf-;u=3 II); 

NMR (CDC1 3 ) : S 7.57-7.64 (m, 4H), 7.31-7.53 (m, 5H), 7.22 (m, 1H), 6.78-6.87 
(m, 3H), 5.09 (s, 2H), 3.66 (s, 3H), 2.64 (t, J = 7.5 Hz, 2H), 2.33 (t, J = 7.5 Hz, 2H), 
1.96 (tt, J = 7.5, 7.5 Hz, 2H) 0 

m m (4) 

4- (3- (4- (4 -*3-)V7 jl-)V) f7V*-^-2-^f;M h^rv) 7 




TLC : Rf 0.59(^^r-9-> : ^Jif-;l/=3 : 1) ; 

NMR (CDCI3) : 8 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7. 18-7.26 (m, 3H), 6.81- 
6.87 (m, 3H), 5.41 (s, 2H), 3.66 (s, 3H), 2.64 (t, J = 7.5 Hz, 2H), 2.39 (s, 3H), 2.33 
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(t, J = 7.5 Hz, 2H), 1.95 (tt, J = 7.5, 7.5 Hz, 2H) 0 

iiii (5) 

4- (3- (2- (5-^f;i/-2-7x-;i/tW-;i'-4-'f;i') 




TLC : Rf 0.39(^3Mf> : : l); 

10 NMR (CDC1 3 ) : 5 7.98 (m, 2H), 7.38-7.46 (m, 3H), 7.17 (m, 1H), 6.72-6.77 (m, 
3H), 4.23 (t, J =7.0 Hz, 2H), 3.66 (s, 3H), 2.98 (t, J = 7.0 Hz, 2H), 2.60 (t, J = 7.5 
Hz, 2H), 2.38 (s, 3H), 2.32 (t, J = 7.5 Hz, 2H), 1.93 (tt, J = 7.5, 7.5 Hz, 2H) C 

15 6- (3- (2- (5-^f-;U-2 -7i-^^rt s /-^-4 -4 )V) 




20 TLC : Rf 0.51 (^*^ > I g{-g£.x?-;i/ = 3 : 1 ) ; 

NMR (CDa 3 ) : 5 8.04-7.92 (2H,m), 7.50-7.36 (3H, m), 7.16 (1H, t, J=8.0Hz), 
6.80-6.60 (3H, m), 4.23 (2H, t, J=7.0Hz), 3.65 (3H, s), 2.98 (2H, t, J=7.0Hz), 2.56 
(2H, t, J=7.5Hz), 2.38 (3H, s), 2.29 (2H, t, J=7.0Hz), 1.75-1.52 (4H, m), 1.44-1.26 
(2H, m) 0 
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mm (7) 

5- (3- (2- (5->f^-2-7x^HV-Jl/-4-'f^) x|> 

5 

0 




TLC : Rf 0.28 (^^"9* > : gfc$if-;U=5 ! 1); 

NMR (CDC1 3 ) : 5 8.03-7.94 (2H,m), 7.49-7.36 (3H, m), 7.23-7. 12 (1H, m), 6.78- 
10 6.68 (3H, m), 4.23 (2H, t, J=7.0Hz), 3.65 (3H, s), 2.98 (2H, t, J=7.0Hz), 2.64-2.52 
(2H, m), 2.38 (3H, s), 2.38-2.26 (2H, m), 1.75-1.58 (4H, m) e 

iifli (8) 

2- (3- (3- (lf7x-Jl/-4-^;M F^rv) 7x-;i/) yntf^f^") 
15 ftft • ^^;WJL^r;i/ 




TLC : Rf 0.73 (^^r-t^ : ft|j{xf-^= 2 ! 1)1 
20 NMR (CDQ3) : S 7.57-7.64 (m, 4H), 7.31-7.53 (m, 5H), 7.22 (dd, J = 9.0, 7.6 Hz, 

1H), 6.79-6.86 (m, 3H), 5.10 (s, 2H), 3.72 (s, 3H), 3.23 (s, 2H), 2.71 (t, J = 7.4 Hz, 
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2H), 2.65 (t, J = 7.4 Hz, 2H), 1.93 (tt, J = 7.4, 7.4 Hz, 2H) C 
mm (9) 

2- (3- (3- (4- (4-^f^7x^) f77-;l'-2-^V^^ 
5 v) 7x-;i/) T'Dt'^ft) M^^xXril/ 




TLC : Rf 0.68(^^r-9"> I @^^f-^=2 II); 
10 NMR (CDC1 3 ) : 8 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7. 18-7.26 (m, 3H), 6.82- 

6.88 (m, 3H), 5.41 (s, 2H), 3.72 (s, 3H), 3.22 (s, 2H), 2.71 (t, J = 7.5 Hz, 2H), 2.64 
(t, J = 7.5 Hz, 2H), 2.39 (s, 3H), 1.92 (tt, J = 7.5, 7.5 Hz, 2H) Q 

mm (1 0) 

15 6- (2- (2- (5-J3-)l'-2 -y 3- -)V )V- 4 -4 )V) J- \ 



o 
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TLC : Rf 0.51 (^4r^> : ^8x^^=5 : 1)1 

NMR (CDCI3) : 8 7.95-8.00 (m, 2H), 7.40-7.45 (m, 3H), 7.02-7. 17 (m, 2H), 6.81- 
6.89 (m, 2H), 4.25 (t, J = 6.4 Hz, 2H), 3.65 (s, 3H), 2.99 (t, J = 6.4 Hz, 2H), 2.56 (t, 
J = 7.8 Hz, 2H), 2.38 (s, 3H), 2.26 (t, J = 7.8 Hz, 2H), 1.46-1.76 (m, 4H), 1.22-1.45 
5 (m, 2H) 0 

mm 1(11) 

2- (3- (E*7x-;w-4 h*v) 7x^;MfWt) BM£ • 




TLC : Rf 0.56(^3Mf> \ S8xf^=3 : 1); 

NMR (CDCI3) : 8 7.57-7.63 (m, 4H), 7.34-7.52 (m, 5H), 7.24 (dd, J = 8.1, 7.7 Hz, 
15 1H), 6.87-7.00 (m, 3H), 5.10 (s, 2H), 3.80 (s, 2H), 3.71 (s, 3H), 3.07 (s, 2H) e 

mm (12) 

2- (3- (2- (5-^f^-2-7i-;l/iW-^-4-^l') xh 
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TLC : Rf 0.36 (^^"9- > : ftKxf- ^=3 I 1); 

NMR (CDC1 3 ) : S 7.95-8.00 (m, 2H), 7.37-7.44 (m, 3H), 7.20 (dd, J = 8.0, 8.0 Hz, 
1H), 6.87-6.90 (m, 2H), 6.80 (dd, J - 8.0, 2.5 Hz, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.77 
5 (s, 2H), 3.70 (s, 3H), 3.07 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.37 (s, 3H) 0 

x w mi (13) 

5- (2- (2- (5-^f;i'-2-7i-ji/t+t , /-;i/- 4 ->f /u) 




TLC : Rf 0.59 (^^"9- > : ftiif^=2 : 1); 

NMR (CDCI3) : 5 8.05-7.95 (m, 2H), 7.45-7.35 (m, 3H), 7.20-7.05 (m, 2H), 6.90- 

15 6.80 (m, 2H), 4.25 (t, J = 6.5 Hz, 2H), 3.65 (s, 3H), 3.00 (t, J = 6.5 Hz, 2H), 2.60 (t, 
J = 7 Hz, 2H), 2.40 (s, 3H), 2.25 (t, J = 7 Hz, 2H), 1.80-1.45 (m, 4H) 0 

mm L3 

6- (2- (4- (4->f-;U7x-;U) f77-A'-2->f^b#'» 7 
20 ^-t^gl • >f-;i/x^r;w 
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TLC : Rf 0.55(^\^r-9-> I ^if-^=5 : 1); 

NMR (CDCI3) : $ 7.79 (d, J = 8.0 Hz, 2H), 7.44 (s, 1H), 7.24 (d, J = 8.0 Hz, 2H), 
5 7. 15-7.22 (m, 2H), 6.91-6.98 (m, 2H), 5.42 (s, 2H), 3.65 (s, 3H), 2.73 (t, J - 7.6 Hz, 
2H), 2.39 (s, 3H), 2.32 (t, J = 7.4 Hz, 2H), 1.61-1.77 (m, 4H), 1.38-1.50 (m, 2H) Q 

MMM 1 (15) 

2- (3- (3- (2- (5->f^-2-7x-)I/^W-;i'-4-'f^) 




TLC : Rf 0.29(^^-9"> : ^x^;u=4 : 1); 
15 NMR (CDa 3 ) : S 7.95-8.00 (m, 2H), 7.40-7.46 (m, 3H), 7.17 (dd, J = 8.1, 8.1 Hz, 
1H), 6.72-6.77 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.71 (s, 3H), 3.22 (s, 2H), 2.98 (t, J 
= 6.8 Hz, 2H), 2.67 (t, J = 6.8 Hz, 2H), 2.63 (t, J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.90 (tt, 
J = 6.8, 6.8 Hz, 2H) 0 

20 m m (1 e) 

2- (3- (2- (tT7i-;i'-4-'f )V) x^y) 7xz;v^f;vf*) 
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5 TLC : Rf 0.48 > : gfc$xf-;l/ = 3 : 1); 

NMR (CDC1 3 ) : S 7.53-7.61 (m, 4H), 7.30-7.47 (m, 5H), 7.22 (dd, J = 8.2, 8.2 Hz, 
1H), 6.78-6.92 (m, 3H), 4.21 (t, J = 7.0 Hz, 2H), 3.79 (s, 2H), 3.71 (s, 3H), 3. 14 (t, J 
= 7.0 Hz, 2H), 3.09 (s, 2H)o 

10 gfifcflll (1 7) 

2- (4 oo-3 - (2- (5-^f;i'-2-7x-;i/i^tV , -jl/-4 




TLC : Rf 0.41 : SKif;i/=2 : d; 

NMR (CDC1 3 ) : 8 8.00 (m, 2H), 7.50-7.35 (m. 3H), 7.27 (d, J = 8.0 Hz, 1H), 6.94 

(d, J = 2.0 Hz, 1H), 6.83 (dd, J = 8.0, 2.0 Hz, 1H), 4.30 (t, J = 6.5 Hz, 2H), 3.75 (s, 
2H), 3.71 (s, 3H), 3.05 (s, 2H), 3.05 (t, J = 6.5 Hz, 2H), 2.42 (s, 3H) G 

mm U 8) 

2- (4-^no-3- (4- (4->f^7ix;i.) ^ 7 y_ ;V ,_ 2 — ( ;u 
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TLC : Rf 0.61 (^**f> ^f^=2 ! 1); 
5 NMR (CDC1 3 ) : 8 7.78 (d, J = 8.0 Hz, 2H), 7.45 (s. 1H), 7.34 (d, J = 8.0 Hz, 1H), 

7.23 (d, J = 8.0 Hz, 2H), 7.11 (d, J = 2.0 Hz, 1H), 6.93 (dd, J = 8.0, 2.0 Hz, 1H), 
5.49 (s, 2H), 3.77 (s, 2H), 3.69 (s, 3H), 3.01 (s, 2H), 2.38 (s, 3H) 6 

m wmi (19) 

10 2- (3- (lf7x^-4-^M^y) -4-^DD7i-;MfJVf 




15 TLC : Rf 0.62 (^ + ^ > I ^^^;U= 2 II); 

NMR (CDa 3 ) : $ 7.70-7.35 (m, 5H), 7.58 (d, J = 8.0 Hz, 2H), 7.43 (d, J = 8.0 Hz, 

2H), 7.33 (d, J = 8.0 Hz, 1H), 7.03 (d, J = 2.0 Hz, 1H), 6.88 (dd, J = 8.0, 2.0 Hz, 
1H), 5.22 (s, 2H), 3.77 (s, 2H), 3.70 (s, 3H), 3.00 (s, 2H) 0 
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% mi (2Q) 

2 - (3 - ( (2 E) -3 - (tT7x-;W-4 -4*) yn^ji/t^y) 7 



5 




TLC : Rf 0.63 (^*-fr> : gfc$x?-;i/ = 3 : 1); 

NMR (CDCI3) : 8 7.53-7.63 (m, 4H), 7. 15-7.50 (m, 6H), 6.74-6.93 (m, 4H), 6.45 
(dt, J = 16.2, 5.7 Hz, 1H), 4.73 (dd, J = 5.7, 1.4 Hz, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 
10 3.09 (s, 2H) 0 

mm (2 1) 

2- (3- (3- (tT7x-;i/-4->f /u) 7"n^v) 7i-JMf;i^ft) 




TLC : Rf 0.66(^4r-9-> : #$X^;i/ = 4 : l); 

NMR (CDa 3 ) : 8 7.19-7.61 (m, IOH), 6.79-6.92 (m, 3H), 4.00 (t, J = 6.2 Hz, 2H), 

83 
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3.80 (s, 2H), 3.72 (s, 3H), 3.10 (s, 2H), 2.86 (t, J = 7.7 Hz, 2H), 2.14 (m, 2H) 0 
mm (2 2) 

2- (3- (2- (5 2 -7x-J^^rt^/-;V- 4 -4 >1>) x h 




TLC : Rf 0.50(^^r-9-> I ^xf-;i/=2 : 1); 
10 NMR (CDC1 3 ) : 8 8.00-7.95 (m, 2H), 7.50-7.35 (m, 3H), 7.20 (m, 1H), 6.90-6.75 
(m, 3H), 4.25 (t, J = 7Hz, 2H), 3.70 (s, 3H), 3.60 (s, 2H), 3.00 (t, J = 7Hz, 2H), 2.40 
(3H, s)o 

mm (2 3) 

15 2- (3- (tf-7i-;w-4 if 'J v>-5-^;w^^;i/^^) 




20 TLC : Rf 0.22 (gfeg|xf-;i/ : > = 1 ! 2); 

NMR (CDCI3) : <5 8.32 (d, J = 3.0 Hz, 1H), 8.18 (d, J = 2.0 Hz, 1H), 7.70-7.30 (m, 

84 
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10H), 5.16 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.06 (s, 2H) 0 
(2 4) 

2- (3- (4* -•/□H , ;i/tf7x-;i/-4 -A h*v) 7i-;Mf)l/ 
5 f-*) fl# • **A'.x;*f-A' 



TLC : Rf 0.65 (^^r-9-> : ^x^;l/=3 ; l); 
10 NMR (CDC1 3 ) : <J 7.60 (d, J = 8.4 Hz, 2H), 7.51 (d, J = 8.2 Hz, 2H), 7.49 (d, J = 
8.4Hz, 2H), 7.25 (d, J = 8.2 Hz, 2H), 7.24 (dd, J = 7.7, 7.7 Hz, 1H), 6.87-7.00 (m, 
3H), 5.10 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.63 (t, J = 7.4 Hz, 2H), 
1.68 (tq, J = 7.4, 7.4 Hz, 2H), 0.98 (t, J=7.4 Hz, 3H) 0 

15 mmi\ (2 5) 

2- (3- (4- (H , 'Jv>-4-^^) 7x-JMK-» 7 ?-)l< 



H 3 C 




CH 3 
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TLC : Rf 0.50 (gt^f-^) | 

NMR (CDCI3) : S 8.67 (d, J = 4.5 Hz, 1H), 8.66 (d, J = 4.5 Hz, 1H), 7.67 (d, J = 
8.6 Hz, 2H), 7.50-7.58 (m, 4H), 7.26 (dd, J = 8.0, 8.0 Hz, 1H), 6.80-7.01 (m, 3H), 
5 5.13 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H)o 

^^Jl (2 6) 

2- (3- (4- (£Vi?>-3-4 )V) 7x-;Mh+v) 7i^)Mf^ 



TLC : Rf 0.77(^^r-9-> I ^f^= 1 : 9)1 

NMR (CDCI3) : <5 8.86 (d, J = 2.4 Hz, 1H), 8.60 (dd, J = 5.0, 1.6 Hz, 1H), 7.89 
15 (ddd, J = 8.0, 2.4, 1.6 Hz, 1H), 7.62 (d, J = 8.2 Hz, 2H), 7.55 (d, J = 8.2 Hz, 2H), 
7.38 (dd, J = 8.0, 5.0Hz, 1H), 7.26 (dd, J = 8.0, 8.0 Hz, 1H), 6.87-7.01 (m, 3H), 
5.13 (s, 2H), 3.81 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H) 0 



20 2 - (3 - (4 - (1, 3 -v**-9-^ >y>-5-4 P) 7x^WF^y) 



10 




CH 3 
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TLC: Rf 0.48 (^ Ifc&x^;l/= 3 II); 

NMR (CDCI3) : S 7.54 (d, J = 8.4 Hz, 2H), 7.47 (d, J = 8.4 Hz, 2H), 7.25 (dd, J = 

5 7.9, 7.9 Hz, 1H), 6.86-7.08 (m, 6H), 6.00 (s, 2H), 5.09 (s, 2H), 3.81 (s, 2H), 3.72 (s, 
3H), 3.08 (s, 2H) 0 

mUkm 1 (28) 

2- (3- (4- {\£^)Vy-2-^)V) 7xxw^y) 7i-;Mf;l/ 
10 ft) SK^f^fil' 




TLC : Rf 0.47 : gfc®x^;u=2 : 1); 

15 NMR (0)03) : S 8.70 (d, J = 4.6 Hz, 1H), 8.01 (d, J = 8.6 Hz, 2H), 7.74-7.77 (m, 
3H), 7.54 (d, J = 8.6 Hz, 2H), 7.24 (m, 1H), 6.75-7.00 (m, 3H), 5.13 (s, 2H), 3.80 (s, 
2H), 3.72 (s, 3H), 3.08 (s, 2H) e 

mm (2 9) 
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2- (5- (H*7x-il/-4-^M h*y) - 2 hn7x^)Mf^f 




TLC : Rf 0.38(^*"9"> : ^xf ;v= 4 : 1); 

NMR (CDCI3) : S 8.14 (d, J = 9.0 Hz, 1H), 7.57-7.65 (m, 4H), 7.45-7.52 (m, 3H), 

7.36-7.45 (m, 2H), 7.08 (d, J = 2.8 Hz, 1H), 6.97 (dd, J = 9.0, 2.8 Hz, 1H), 5.22 (s, 
2H), 4.22 (s, 2H), 3.71 (s, 3H), 3.07 (s, 2H) 0 

mm L3 QJ 

2- (3- (e7i-;i/-4-^M h*v) -4--hD7x-;i'^W 




TLC : Rf 0.34(^^-9-^ : ftS?x^;l/=4 : 1); 

NMR (CDCI3) : 5 7.85 (d, J = 5.5 Hz, 1H), 7.53-7.63 (m, 6H), 7.42-7.48 (m, 2H), 
7.33-7.38 (m, 1H), 7.20 (d, J= 1.0 Hz, 1H), 7.01 (dd,J=5.5, 1.0 Hz, 1H), 5.31 (s, 
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2H), 3.83 (s, 2H), 3.71 (s, 3H), 3.00 (s, 2H)„ 

mu m i (3 1) 

2- (3- (4- (1, 3- s J***M>r>-4-'(JI') 7i-)MK-» 
5 7x-;MfW*) SK'^f^f^ 



TLC : Rf 0.52 I gfcg£xf-;U=3 : 1); 

10 NMR (CDC1 3 ) : 8 7.74 (d, J = 8.4 Hz, 2H), 7.50 (d, J = 8.4 Hz, 2H), 7.24 (dd, J = 
7.8, 7.8 Hz, 1H), 6.80-7.09 (m, 6H), 6.02 (s, 2H), 5.11 (s, 2H), 3.80 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H) 0 

mm (3 3) 

15 2- (3- (2 -7x-;u-?-7V-;u-4 -4** h*v) 7x-;Mf;Vf 



20 TLC : Rf 0.38 (^-fr ^ : BfcS*x-^;U= 4 : 1 ) ; 

NMR (CDCI3) : d 7.92-7.99 (m, 2H), 7.43-7.48 (m, 3H), 7.32 (t, J = 1.0 Hz, 1H), 
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7.26 (dd J = 7.9, 7.9 Hz, 1H), 6.90-7.04 (m, 3H), 5.27 (d, J = 1.0 Hz, 2H), 3.81 (s, 
2H), 3.72 (s, 3H), 3.09 (s, 2H) C 

*mm (33) 

5 2- (3- (2- (5 2 - (4 -^f^7x-;l/) **^V-;i'- 




io tlc : Rf o.8i (^*^> : ft=$x?-;u= i : d; 

NMR (CDC1 3 ) : 5 7.86 (d, J = 8.2 Hz, 2H), 7.25-7. 16 (m, 3H), 6.90-6.76 (m, 3H), 
4.24 (t, J = 6.7 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.7 Hz, 
2H), 2.39 (s, 3H), 2.37 (s, 3H) C 

15 mmWl (3 4) 

2- (3- (2- (2 -7x-;l/f7V-^-4 i^v) 7x-ib 




20 

TLC : Rf 0.39 I SK^f^=4 ! 1)1 

NMR (CDa 3 ) : (J 7.92-7.96 (m, 2H), 7.41-7.46 (m, 3H), 7.23 (dd, J = 8.4, 8.4 Hz, 
1H), 7.07 (s, 1H), 6.81-6.93 (m, 3H), 4.37 (t, J = 6.6 Hz, 2H), 3.79 (s, 2H), 3.71 (s, 
3H), 3.31 (t, J = 6.6 Hz, 2H), 3.09 (s, 2H) 0 
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mm (35) 

2- (3- (2- (5-^^^-2- (4-F'J7Wn.>f;V7x^jl/) * 
5 )V 




TLC : Rf 0.22 : ^^-^^=2 : i); 

10 NMR (CDQ3) : d 8.09 (d, J = 7.6 Hz, 2H), 7.69 (d, J = 7.6 Hz, 2H), 7.19 (m, 1H), 
6.89 (m, 2H), 6.8 (d, J = 7.2 Hz, 1H), 4.25 ( t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 
3H), 3.09 (s, 2H), 2.99 (t, J = 6.5 Hz, 2H), 2.41 (s, 3H) 0 

mmm (3 6) 

15 2- (3- (2- (2-7i-)Vt+tV-^-4-^;V) x^y) 7i- 




20 TLC : Rf 0.40 (^-fr > I ft|ftxf-;i> = 3 : 1); 

NMR (CDC1 3 ) : 5 8.00-8.05 (m, 2H), 7.58 (s, 1H), 7.41-7.46 (m, 3H), 7.23 (dd, J 
= 8.0, 8.0 Hz, 1H), 6.81-6.93 (m, 3H), 4.29 (t, J = 6.5 Hz, 2H), 3.79 (s, 2H), 3.72 (s, 
3H), 3.09 (t, J = 6.5 Hz, 2H), 3.09 (s, 2H) 0 
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MM!! O 7) 

2- (3- (2- ( 5 2 - (4 -7^tn7 jl •=.;!/) **-9-V-;i/ 



5 




TLC : Rf 0.62 ! ffcgxf-;U = 1 ; 1); 

NMR (CDC1 3 ) : 5 7.96 (m, 2H), 7.06-7.24 (m, 3H), 6.91-6.74 (m, 3H), 4.23 (t, J = 
6.6 Hz, 2H), 3.77 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
10 3H) 0 

mm (3 8) 

2- (3- (2- (5-^^;U-2- (1, 3 >^>-5 

15 




TLC : Rf 0.84 ! ft8if*= 1 I 1); 

20 NMR (CDa 3 ) : <J 7.52 (dd, J = 8.0, 1.4 Hz, 1H), 7.43 (d, J = 1.4 Hz, 1H), 7.19 (d, 

J = 8.0 Hz, 1H), 6.91-6.77 (m, 4H), 6.01 (s, 2H), 4.23 (t, J = 6.7 Hz, 2H), 3.78 (s, 
2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.95 (t, J = 6.7Hz, 2H), 2.35 (s, 3H) C 
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mm (3 9) 

5- (3- (3- (5 2 - 7xi^*W-^-4 -4 7n 



5 




TLC:Rf 0.64(^^r"9-> I ftKxfjl/= 2 ! 1); 

NMR (CDC1 3 ) : 6 8.00-7.95 (m, 2H), 7.50-7.35 (m, 3H), 7.20 (dd, J = 8, 7.5 Hz, 
1H), 6.80-6.70 (m, 3H), 4.00 (t, J = 6 Hz, 2H), 3.65 (s, 3H), 2.70 (t, J = 6 Hz, 2H), 
10 2.60 (m, 2H), 2.35 (m, 2H), 2.30 (s, 3H), 2.15 (m, 2H), 1.70-1.50 (m, 4H) 0 

^fifcflii UP) 

2- (3- (2- (5-^f-^-2- (4-?nn7x^) )V- 




TLC : Rf 0.83(^^-t >: SS|ifJl/= 2 : 1) ; 

NMR (CDCI3) : d 7.93 (d, J = 8.8 Hz, 2H), 7.38 (d, J = 8.8 Hz, 2H), 7.27 (t, J = 
20 7.9 Hz, 1H), 7.06 (m, 1H), 6.92 (d, J = 8.0 Hz 1H), 6.82 (d, J = 8.0 Hz, 1H), 4.27 (t, 
J = 7.8 Hz, 2H), 3.88 (s, 2H), 3.70 (s, 3H), 3.15 (s, 2H), 2.97 (t, J = 7.8 Hz, 2H), 
2.39 (s, 3H) 0 
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&mm 1 (4i) 

2- (3- *-2-7xi^*W-*-4-'fW 7 

5 




TLC : Rf 0.56 (^^-9" > ! ftixf/P=2 I 1)1 

NMR (CDC1 3 ) : (J 8.05-8.00 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 8, 8 Hz, 

10 1H), 7.05-6.90 (m, 3H), 5.00 (s, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 2.50 (s, 
3H) 0 

Mm 1(42) 

2- (3- (3- (5-^f^-2-7x-;i'tW-;i/-4-'f;v) 7*n 
15 ^y) 7x-iMf/I/ft) g^f •^f^fJl' 




TLC : Rf 0.53(^*"9-> : gt=$i^;U= 2 \ \)\ 
20 NMR (CDCI3) : 6 8.00-7.95 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 7.5, 7.5 Hz, 

1H), 6.95-6.75 (m, 3H), 4.00 (t, J = 6 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 
2H), 2.70 (t, J = 7 Hz, 2H), 2.30 (s, 3H), 2.15 (m, 2H) D 

94 
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mm (4 3) 

2- (3- (2- (5 -7x~;l/**-9-v*-;i/-4 -4/10 x h 




TLC : Rf 0.48(^^-9-7 : W-&x.j-)V= 3 ; l); 

NMR (CDC1 3 ) : <5 7.97-8.02 (m, 2H), 7.41-7.46 (m, 3H), 7.22 (dd, J = 8.0, 8.0 Hz, 

10 1H), 6.76-6.81 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.64 (s, 3H), 2.99 (t, J = 6.5 Hz, 
2H), 2.38 (s, 3H), 1.55 (S, 6H) G 

%flfefl]l (4 4) 

2- (3- (2- (5 -j*^- 2 - (2-^f;V7x-;i/) i+tv*-;v- 
15 4-4/10 xRy) 7x^;MWt) ffl®. • > f-;i/i7>r ;i/ 




tlc : Rf 0.70(^+^7 : SK^f-;w= 2 : l); 

20 NMR (CDC1 3 ) : 5 7.91 (m, 1H), 7.25-7. 15 (m, 4H), 6.90-6.77 (m, 3H), 4.25 (t, J = 

6.7 Hz, 2H), 3.77 (s, 2H), 3.68 (s, 3H), 3.06 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.65 (s, 
3H), 2.36 (s, 3H) 0 

95 
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% mi (45 ) 

2- (3- (2- (5-^f"^-2 - (3-^f^7x-Jl/) t^tv'-^- 




TLC : Rf 0.64(^*-9"> : IMRxf" ^=2 : 1); 

NMR (CDC1 3 ) : 5 7.81 (s, 1H), 7.76 (d, J = 8.0 Hz, 1H), 7.32-7. 14 (m, 3H), 6.89- 
10 6.76 (m, 3H), 4.23 (t, J = 6.6 Hz,2H), 3.75 (s, 2H), 3.67 (s, 3H), 3.06 (s, 2H), 2.96 (t, 
J = 6.6 Hz, 2H), 2.37 (s, 3H), 2.35 (s, 3H) Q 

mm (46) 

2- (3- (2- 2 - (4 h*'>7i-;i/) 




TLC : Rf 0A3(^*rV-> I ifcgx^>l/=3 II); 
20 NMR(CDa 3 ): 5 7.92 (d, J = 9.0 Hz, 2H), 7.21 (dd, J = 8.1, 8.1 Hz, 1H), 6.94 (d, 
J = 9.0Hz, 2H), 6.88-6.98 (m, 2H), 6.81 (m, 1H), 4.24 (t, J= 6.7 Hz, 2H), 3.85 (s, 
3H), 3.78 (s, 2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.7 Hz, 2H), 2.36 (s, 3H) Q 

96 



WO 99/46232 



PCT/JP99/01134 



*M«n (4 7) 

2- (3- (2- (5 2- (4--bo7i-;l/) 



5 




TLC : Rf 0.32(^*«^> : ft»xf-^=3 ! 1); 

NMR (CDC1 3 ) : 5 8.30 (d, J = 9.0 Hz, 2H), 8. 14 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 

8.0, 8.0 Hz, 1H), 6.77-6.91 (m, 3H), 4.26 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 
10 3H), 3.09 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.43 (s, 3H) G 

mm (iJD 

2- (3- (2- (5 - ^f-;b- 2 - 7xxji/tH7-^-4-^M x. h 




TLC : Rf 0.45 > : ft»xf-^= 3:1); 

NMR (CDCI3) : 5 7.96-8.00 (m, 2H), 7.40-7.46 (m, 3H), 6.91 (m, 1H), 6.77-6.81 
20 (m, 2H), 4.23 (t, J = 6.6 Hz, 2H), 3.73 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 
6.6 Hz, 2H), 2.38 (s, 3H) 0 

mm (4 9) 
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2- (3- (2- (5->?-;i'-2-7x-;i/**^V'-;i'-4->Ol') X. h 




TLC : Rf 0.48(^^r^> : ft^^;i/=5 ii); 

NMR (CDC1 3 ) : <? 8.00-7.95 (m, 2H), 7.46-7.39 (m, 3H), 7.07 (t, J = 7.9 Hz, 1H), 
6.85-6.77 (m, 2H), 4.24 (t, J = 6.5 Hz, 2H), 3.83 (s, 2H), 3.73 (s, 3H), 3.11 (s, 2H), 
3.00 (t, J - 6.5 Hz, 2H), 2.38 (s, 3H), 2.21 (s, 3H) 0 

KI WI (5 0) 

2- (1- (3- (2- (5->f^-2-7x-W^tV-;V-4-'f^) 
Xh^y) 7x-;b) Xf^ft) ft®? • * f^X^fil' 



15 




TLC : Rf 0.68 (^^"9- > : ffiKxf^/=4 ; l); 

NMR (CDCI3) : 5 8.00-7.95 (m, 2H), 7.46-7.39 (m, 3H), 7.21 (t, J = 8.2 Hz, 1H), 
6.94-6.89 (m, 2H), 6.82-6.76 (m, 1H), 4.25 (t, J = 6.7 Hz, 2H), 4.10 (q, J = 7.2 Hz, 
20 1H), 3.67 (s, 3H), 3.02 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.39 (s, 3H), 1.55 (d, J = 
7.2 Hz, 3H) 0 
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mm (si) 

2- (3- (2- (5-**A>-2 - 7x-;^HV-^-4 - \ 



5 




TLC:Rf0.72(^^r-9-> : ^xf-;P= 2 : 1) 0 
mm (5 2) 

10 2- (3- (2- (5-h'J7;i'tn>fA/-2-7x-;i'W/-^-4 




15 TLC : Rf 0.37 (^^^ > : g^^f-^= 4 : 1 ) ; 

NMR(CDC1 3 ) : S 8.10-8.00 (m., 2H), 7.55-7.41 (ra, 3H), 7.21 (dd, J = 8.0, 8.0 

Hz, 1H), 6.94-6.75 (m, 3H), 4.31 (t, J = 6.5 Hz, 2H), 3.77 (s, 2H), 3.71 (s, 3H), 
3.25-3.14 (m, 2H), 3.08 (s, 2H) e 

20 mm (5 3) 

2- (3- (2- (5->f-;i'-2-7xxWH7*-^-4-'f^) 
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TLC : Rf 0.54 (^^V '. Efti 3 I 1); 

NMR (CDC1 3 ) : <5 8.00-7.94 (m, 2H), 7.44-7.37 (m, 3H), 7.29 (t, J = 8.2 Hz, 1H), 
5 6.89-6.86 (m, 2H), 6.79 (dd, J = 8.4, 2.0 Hz, 1H), 4.17-4.03 (m, 2H), 3.77 (s, 2H), 
3.71 (s, 3H), 3.26-3.15 (m, 1H), 3.08 (s, 2H), 2.37 (s, 3H), 1.41 (d, J = 6.8 Hz, 3H) C 



mm (54) 

2- (3- (2- (S-*?-)V-2-7^-)l<* ;3 rW-)l'-4-'( Xj» 
10 +v) 7i-^W*) •7'D/Oi • Jif-;ua.7.x^ 




TLC : Rf 0.75 : ftRxfH'= 7 ! 1) ; 

15 NMR (CDCI3) : 5 8.00-7.94 (m, 2H), 7.46-7.38 (m, 3H), 7.20 (t, J = 8.2 Hz, 1H), 

6.90 (m, 2H), 6.82-6.75 (m, 1H), 4.24 (t, J =6.8 Hz, 2H), 4.17 (q, J =7.2 Hz, 2H), 
3.82 (d, J = 13.4 Hz, 1H), 3.74 (d, J = 13.4 Hz, 1H), 3.28 (q, J = 7.0 Hz, 1H), 2.98 (t, 
J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.38 (d, J = 7.0 Hz, 3H), 1.28 (t, J = 7.2 Hz , 3H) Q 

20 msn L5_5j 

2- (3- (2- (5 - ^;t/- 2 - (4 -j^j-jis? ol-jis) *3r-9-y-;i'- 
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TLC : Rf 0.51 mm^^ ^*V>= 1 I 2); 
5 NMR(CDC1 3 ): S 7.88 (d, J = 8.0Hz, 2H), 7.25 (d, J = 8.0 Hz, 2H), 7.21 (dd, J = 

8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.68 (q, J = 7.5 Hz, 2H), 2.37 (s, 3H), 
1.25 (t, J = 7.5 Hz, 3H) 0 

10 IMi (5 6) 

2- (3- (2- (5 2 - (2, 2-y7^n-i, 

1 




15 F 

TLC : Rf 0.59(ftRj-^-^ : ^+-9->= l I 2 ) ; 

NMR (CDCI3) : 5 7.75 (dd, J = 8.0, 1.0 Hz, 1H), 7.69 (d, J = 1.0 Hz, 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 7. 10 (d, J = 8.0 Hz, 1H), 6.89 (d, J = 8.0 Hz, 1H), 6.88 (s, 
20 1H), 6.80 (d, J = 8.0 Hz, 1H), 4.23 (t, J = 6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.09 (s, 2H), 2.96 (t, J = 6.5 Hz, 2H), 2.38 (s, 3H) 0 

101 



WO 99/46232 



PCT/JP99/01134 



2- (3- (2- (5 ->f-;u- 2 - (4-rn^7z-^) t^t^-^ 



5 




TLC : Rf 0.63 (ft^-i-^^ : / \^r , 9->= 1 : 2)| 

NMR (CDC1 3 ) : <J 7.88 (d, J = 8.5 Hz, 2H), 7.23 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 

8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =7.0 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
10 3H), 3.08 (s, 2H), 2.97 (t, J = 7.0 Hz, 2H), 2.62 (t, J = 7.5 Hz, 2H), 2.37 (s, 3H), 
1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) Q 

2- (3- (2- (5 ->f-A-- 2 - (4 —f V7'ntf;l/7x-;i/) **«frV* 




TLC : Rf 0.60 (g^if-A- : MtV= 1 I 2); 
20 NMR (CDCI3) : 8 7.89 (d, J = 8.5 Hz, 2H), 7.28 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.94 (m, 1H), 2.37 (s, 3H), 1.26 (d, J = 
7.0 Hz, 6H) 0 
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*«fc«l (5 9) 

2- (3- (2- (5-^f^-2-7x-W/-;l'-4-'f^) x}** 




TLC : Rf 0.54(^-9-V :ftKxf-;l^=3 : 1) ; 

NMR (CDC1 3 ) : 5 7.89-7.83 (m, 2H), 7.45-7.36 (m, 3H), 7.21 (t, J = 8.0 Hz, 1H), 

10 6.91-6.77 (m, 3H), 4.33 (t, J = 6.8 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.19 (t, J = 
6.8 Hz, 2H), 3.08 (s, 2H), 2.47 (s, 3H) 0 

mm (6 0) 

2- (3- (2- ( k 5-*f-»-2- (4 -rf-;u7i-;u) 

15 A-JIV) X^y) 7z-JMfW) SR-^f-^f^ 




H 3 C 

TLC :Rf 0.59(^\^r-9-> I Sfif^=2 I 1)| 
20 NMR (CDCI3) : S 7.90 (d, J = 7 Hz, 2H), 7.25-7. 15 (ra, 3H), 6.90-6.75 (m, 3H), 
4.25 (t, J = 6.5 Hz, 2H), 3.75 (s, 2H), 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.60 (m. 2H), 1.35 (m, 2H), 0.95 (t, J = 7 
Hz, 3H) 0 
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2- (3- (2- (5.-if*-2-7xi^W-*-4--f if 




TLC : Rf 0.27(^^r-9"> : S^g?xf-;w=3 : l); 

NMR (CDQ 3 ) : 5 7.96-8.01 (m, 2H), 7.40-7.48 (m, 3H), 7.21 (dd, J = 8.0, 8.0 Hz, 
10 1H), 6.87-6.90 (m, 2H), 6.79 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.99 (t, J = 6.6 Hz, 2H), 2.75 (q, J = 7.6 Hz, 2H), 1.31 (t, J = 7.6 
Hz, 3H) 0 

I MJ (6 2) 

15 2- (3- (2- (5-^f-;U-2- (2, 3, 5, 6-th77Wo-4 
F F 

20 

TLC : Rf 0.45 I gfc$xf-;l/=4 : 1); 

NMR (CDC1 3 ) : S 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.94-6.75 (m, 3H), 4.25 (t, J = 
6.4 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 3.03 (t, J = 6.4 Hz, 2H), 2.42 (s, 
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3H), 2.36-2.30 (m, 3H) 0 

mm (6 3) 

2- (3- (2- (5-^f-^-2- (4-^>f-/U7x-^) **^7*-;u 




TLC:Rf 0.66(^*^> :*»Xf-^/-2 I 1); 
10 NMR (CDC1 3 ) : £ 7.90 (d, J = 8 Hz, 2H), 7.25-7.20 (m, 3H), 6.95-6.75 (m, 3H), 

4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3. 10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.65 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.40-1.25 (m, 4H), 0.90 (t, 
J =6.5 Hz, 3H) 0 

15 mmi (fi^i 

2- (3- (2- (5 - (3-^UD-4-^f^7x-;i/) * 




20 CI 

TLC : Rf 0.47 : ^xf;l/=3 : 1); 

NMR (CDCI3) : S 7.96 (d, J = 1.8 Hz, 1H), 7.75 (dd, J = 7.8, 1.8 Hz, 1H), 7.28 (d, 
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J = 7.8 Hz, 1H), 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.88-6.91 (m, 2H), 6.79 (m, 1H), 
4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.6 Hz, 
2H), 2.41 (s, 3H), 2.38 (s, 3H) 0 

mm (6 5) 

2- (3- (2- (5-**-/U-2 - y^DA^y;Pt+t < /-;l'-4 -Jfr) 



TLC : Rf 0.65 ('v* -9" > : ^x^;i/=2 : 1); 

NMR (CDC1 3 ) : S 7.20 (m, 1H), 6.95-6.70 (m, 3H), 4. 15 (t, J = 7.5 Hz, 2H), 3.80 

(s, 2H), 3.75 (s, 3H), 3.15 (s, 2H), 2.90 (t, J = 7.5 Hz, 2H), 2.70 (m, 1H), 2.25 (s, 
3H), 2.10-1.20 (m, 10H) o 

mm (6 6) 

2- (3- (2- (5 2 - (4- (2-^f;i/7'DH» 7i-^) 




H 3 C 




^> 6 



CH 3 



TLC : Rf 0.58(^*"9-> I ftK^f-^=2 II); 
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NMR (CDCI3) : S 7.90 (d, J = 8 Hz, 2H), 7.25-1.20 (m, 3H), 6.90-6.75 (m, 3H), 
4.25 (t, J = 7 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3. 10 (s, 2H), 2.95 (t, J = 7 Hz, 2H), 
2.50 (d, J = 8 Hz, 2H), 2.40 (s, 3H), 1.90 (m, 1H), 0.90 (d, J = 7 Hz, 6H) G 

mm (g7) 

2- (3- (2- (5 2- (4 - t -7fJl/7x-;i/) 
)\,- 4-4)1,) x^y) 7x-;i/^Wt) ftK-^fA'X^f^ 




TLC : Rf 0.50 (^+-9- > : gfc$Jif-;U=2 : 1); 

NMR (CDCI3) : S 7.90 (d, J = 8 Hz, 2H), 7.45 (d, J = 8 Hz, 2H), 7.20 (dd, J = 8, 8 
Hz, 1H), 6.90-6.75 (m, 3H), 4.25 (t, J = 7 Hz, 2H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 
2H), 3.00 (t, J = 7 Hz, 2H), 2.40 (s, 3H), 1.35 (s, 9H) G 

2- (3- (2- (5-^f-;U-2- (4-y^DA#y;V7i^;l/) 




TLC : Rf 0.42 (^^y I ftgxfA/=4 : 1)1 

NMR (CDCI3) : 5 7.88 (d, J = 8.3 Hz, 2H), 7.26 (d, J = 8.3 Hz, 2H), 7.21 (dd, J = 

8.0, 8.0Hz, 1H), 6.87-6.90 (m, 2H), 6.80 (m, 1H), 4.23 (t, J = 6.8 Hz, 2H), 3.78 (s, 
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2H), 3.71 (s, 3H), 3.08 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 2.53 (m, 1H), 2.37 (s, 3H), 
1.70-1.94 (m, 4H), 1.30-1.53 (m, 6H) 0 

mm (6 9) 

5 2- (3- (5-^^-2- (i, z-y***y4>yy-s-4)\') 



10 TLC : Rf 0.50(^^-t> : ftRxf*=4 I 1) ; 

NMR (CDC1 3 ) : 5 7.55 (dd, J = 8.0, 1.8 Hz, 1H), 7.47 (d, J = 1.8 Hz, 1H), 7.21 

(dd, J = 8.0, 8.0 Hz, 1H), 7.08-7.02 (m, 1H), 6.96-6.82 (m, 3H), 6.02 (s, 2H), 5.00 (s, 
2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H), 2.43 (s, 3H) 0 

15 MMLL (7 0) 

2- (3- (5 2 - (4-^V7 , nh , ;i/7x-;i/) )V- 



20 

TLC : Rf 0.50 : $:$x^;l/=4 : 1); 

NMR (CDCI3) : 5 7.93 (dd, J = 8.5, 2.0 Hz, 2H), 7.35-7.18 (m, 3H), 7.09-7.03 (m, 
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1H), 6.96-6.84 (m, 2H), 5.02 (s, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.11 (s, 2H), 2.94 
(sep., J = 7.0 Hz, 1H), 2.43 (s, 3H), 1.27 (d, J = 7.0 Hz, 6H) e 

mmm 1 (71) 

5 2- (3- (2- (4 to- 2 -7i-^tH , /-^~ 5 -Ifr) i|> 




10 TLC :Rf 0.37 (^^f^^ I ffi||if;i/=3 : 1); 

NMR (CDCI3) : 5 8.01-7.96 (m, 2H), 7.46-7.39 (m, 3H), 7.22 (t, J = 8.2 Hz, 1H), 
6.97-6.88 (m, 2H), 6.80 (m, 1H), 4.23 (t, J = 6.8 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.16 (t, J = 6.8 Hz, 2H), 3.08 (s, 2H), 2.22 (s, 3H) 0 

15 *mm\ (7 2) 

2- (3- (2- (5-U-P-2- (3, 4-y^^y7x^) 




TLC : Rf 0.18 I &$J^;U=3 l)\ 

NMR (CDCI3) : S 7.56 (dd, J = 8.3, 2.0 Hz, 1H), 7.50 (d, J = 2.0 Hz, 1H), 7.21 
(dd, J = 8.1, 8.1 Hz, 1H), 6.91 (d, J = 8.3 Hz, 1H), 6.87-6.91 (m, 2H), 6.80 (ddd, J = 
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8.1, 2.5, 1.0 Hz, 1H), 4.24 (t, J = 6.7 Hz, 2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.78 (s, 
2H), 3.72 (s, 3H), 3.09 (s, 2H), 2.97 (t, J = 6.7 Hz, 2H), 2.37 (s, 3H) 0 

mmmi (73) 

2- (3- (2- (5 - (4-h'j7^o^h^rv7x-;i/) 



TLC : Rf 0.62 > : ^JC-^;i/= 2:1); 

NMR (CDCI3) : <J 8.00 (d, J = 8 Hz, 2H), 7.30-7.15 (m, 3H), 6.95-6.75 (m, 3H), 
4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 
2H), 2.40 (s, 3H) 0 

lit] (7 4) 

2- (3- (2- (5-^f-^-2- (3, 4, 5 - h V * h *v"7 *-)l<) 



F3C 




'3 




V CH 3 



\ 



CH 3 



110 



WO 99/46232 



PCT/JP99/01134 



TLC : Rf 0.24(^*^> I gfc$x?-;U= 2 I 1); 

NMR (CDC1 3 ) : S 7.25-7. 15 (m, 3H), 6.95-6.75 (m, 3H), 4.25 (t, J = 7.5 Hz, 2H), 
3.95 (s, 6H), 3.90 (s, 3H), 3.80 (s, 2H), 3.70 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 7.5 Hz, 
2H), 2.40 (s, 3H) 0 

mm (7?) 

2- (3- (2- (5 -^f-^-2 - (4-^f;Hf^7V>-l-^f;i') * 




TLC : Rf 0.12 (ftRxfjl/) ; 

NMR (CDCI3) : $ 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.20 (t, J = 
15 7.0 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.42 (t, J = 5.0 Hz, 4H), 3.09 (s, 2H), 2.95 (t, 
J = 7.0 Hz, 2H), 2.50 (t, J = 5.0 Hz, 4H), 2.34 (s, 3H), 2.26 (s, 3H) C 

mm m (?<?) 

2- (3- (2- (5-^-f^-2- (4-**A'*1r7x.-fr) 
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TLC : Rf 0.46 (ftgxf;l/ : > = i : 2 ) ; 

NMR (CDC1 3 ) : S 7.88 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4.24 (t, J =6.5 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 2.97 (t, J = 6.5 Hz, 2H), 2.52 (s, 3H), 2.37 (s, 3H) 0 

mm (7 7) 

2- (3- (2 - (5 -^f-^-2 - (tf'Jy>-2-f^) **VrV-fr- 



10 




TLC : Rf 0.60 (^^"9- > I jft$x^ = 1 12); 

NMR(CDC1 3 ) : $ 8.71 (m, 1H), 8.05 (m, 1H), 7.73 (m, 1H), 7.32 (m, 1H), 7.21 

(dd, J = 8.0, 8.0 Hz, 1H), 6.76-6.92 (m, 3H), 4.27 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 
15 3.72 (s, 3H), 3.08 (s, 2H), 3.01 (t, J = 6.6 Hz, 2H), 2.44 (s, 3H) C 

mm (7 8) 

2- (3- (2- (5 -^^-2- (f^7x>-2-^^) 




TLC : Rf 0.40 (^^ : ^xf^=3 II); 

NMR (CDC1 3 ) : S 7.58 (dd, J = 3.6, 1.3 Hz, 1H), 7.37 (dd, J = 5.0, 1.3 Hz, 1H), 
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7.21 (dd, J = 8.0, 8.0 Hz, 1H), 7.08 (dd, J = 5.0, 3.6 Hz, 1H), 6.87-6.91 (m, 2H), 
6.79 (m, 1H), 4.22 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.96 
(t, J = 6.6 Hz, 2H), 2.36 (s, 3H) 0 

5 mmi (79) 

2- (3- (2- (5 2 - (3-- hn-4->f^7x-^/) t 



10 




TLC : Rf 0.42(^^-9-^ : g^®?xf-;U= 2 II); 

NMR (CDC1 3 ) : 8 8.55 (d, J = 1 Hz, 1H), 8. 10 (dd, J = 8, 1 Hz, 1H), 7.40 (d, J = 8 
Hz, 1H), 7.20 (dd, J = 8, 8 Hz, 1H), 6.95-6.80 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.80 
15 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.65 (s, 3H), 2.40 (s, 
3H) 0 

mmi (go) 

2- (3- (2- (5-^^;U-2- (4-vVW5 77x^) 
20 V*-^-4-^;V) xh^rv) 7i-iMWt) ffi^^f;ViXf^ 
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TLC:Rf 0.43 (ft^if^ : ^-9-> = 1 : 2) ; 

NMR (CDC1 3 ) : S 7.83 (d, J = 9.0 Hz, 2H), 7.21 (dd, J = 8.0, 8.0 Hz, 1H), 6.95- 
6.75 (m, 3H), 6.71 (d, J = 9.0 Hz, 2H), 4.23 (t, J = 7.0 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 
3H), 3.08 (s, 2H), 3.01 (s, 6H), 2.96 (t, J = 7.0 Hz, 2H), 2.34 (s, 3H) 0 

mmm 1 (8i) 

2- (3- (2- (5-^^-2-v?n^>^;U**^y-;u-4-W;W) 
^h4fv) 7x-;Mf;i/f*) XXr )\< 



10 




TLC : Rf 0.46(^4f-t> : ^if-;w=2 :i); 

NMR (CDCI3) : 8 7.20 (m, 1H), 6.95-6.70 (m, 3H), 4. 15 (t, J = 6.5 Hz, 2H), 3.80 

(s, 2H), 3.75 (s, 3H), 3.15 (m, 3H), 2.90 (t, J = 6.5 Hz, 2H), 2.25 (s, 3H), 2.20-1.50 
15 (m, 8H) 0 

MWm\ (8 2) 

2- (3- (2- (5-^/1/- 2 - (4->f;l'7x-fl/) Hr^V-)V- 
4-^f;i/) x^y) 7i-)P) ftBi* >f-/Ux^<f A/ 




TLC : Rf 0.54 (^+-9- > : ftgxf^= 2 II); 

NMR (CDCI3) : <? 7.86 (d, J = 8.0 Hz, 2H), 7.28-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
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4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 
3H), 2.36 (s, 3H)o 

% mi (8 3) 
5 2- (3- (2- (5-^f-Jl/-2- (4-xWx-^/) 
4--f;l/) x^y) 7i-ll') ^.^f^iXf^ 




10 TLC : Rf 0.56(^^-9-^ : SK^f^= 2 : 1) ; 

NMR (CDC1 3 ) : S 7.90 (d, J = 8.0 Hz, 2H), 7.30-7. 16 (m, 3H), 6. 88-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.68 (q, 
J = 7.6 Hz, 2H), 2.37 (s, 3H), 1.26 (t, J = 7.6 Hz, 3H) 0 

15 mm (84) 

2- (3- (2- (5 -^f-^-2 - (4-7'n^7x-^) tXW-Ji' 




20 

TLC : Rf 0.59(^*"9-> : 2 : l); 

NMR (CDCI3) : S 7.88 (d, J = 8.4 Hz, 2H), 7.27-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.62 (t, J 
= 7.5 Hz, 2H), 2.36 (s, 3H), 1.66 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) Q 
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2- (3- (2- (5 -^f-^- 2 - (4-'fV7'Dt>7x-;i') **^V* 




TLC : Rf 0.66(^^r-9-> : ^JCf-;l/= 2 : 1); 

NMR (CDC1 3 ) : 3 7.89 (d, J = 8.4 Hz, 2H), 7.34-7. 15 (m, 3H), 6.88-6.75 (m, 3H), 
10 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 3.04- 
2.86 (m, 1H), 2.36 (s, 3H), 1.28 (s, 3H), 1.25 (s, 3H) 0 

mmm 1 (86) 

2- (3- (2- (5 -^f-;u- 2 - (4- (2-^f;V7*nt:» 7i-;i/) 
15 **-9-v*-;u-4 ->f;i/) -x.h*v) 7x;^) Bfc$ • ^;i/.x*r^ 




TLC : Rf 0.60 : ftRxffl/= 2 II); 

20 NMR (CDCI3) : 5 7.88 (d, J = 8.2 Hz, 2H), 7.27-7. 15 (m, 3H), 6.90-6.76 (m, 3H), 
4.23 (t, J= 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.51 (d, 
J = 5.4 Hz, 2H), 2.36 (s, 3H), 2.00-1.76 (m, 1H), 0.92 (s, 3H), 0.89 (s, 3H) C 
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mm (8 7) 

2- (3- (2- (5 2- (4-t-W7i-^) **-9-V*- 



5 




TLC : Rf 0.57 : ft»xf-A/=2 II); 

NMR (CDa 3 ) : 5 7.90 (d, J = 8.6 Hz, 2H), 7.44 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
6.88-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 
10 6.6 Hz, 2H), 2.37 (s, 3H), 1.34 (s, 9H) 0 

iilU (8 8) 

2- (3- (2- (5-^f^-2-y?n^ne;i/W/-^-4-'fJl') 




TLC : Rf 0.47 fljsKxf-Jl' : ^^>= 1 ; 1); 

NMR (CDC1 3 ) : 5 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 6.95-6.75 (m, 3H), 4. 15 (t, J = 

20 7.0 Hz, 2H), 3.79 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 2.84 (t, J = 7.0 Hz, 2H), 2.22 (s, 
3H), 1.97 (m, 1H), 1.05-0.90 (m, 4H) 0 

mm UL2J 
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2- (3- (2- (5-^^-2 - (4- (1, 2, 3— f7v7'/-;U- 




TLC : Rf 0.75(^*-9-> : ftRxf-/U= 2 ! 1); 

NMR (CDC1 3 ) : 5 8.72 (s, 1H), 8.13 (s, 4H), 7.22 (t, J = 8.0 Hz, 1H), 6.93-6.77 

(m, 3H), 4.27 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 3.09 (s, 2H), 3.00 (t, J = 
10 6.6 Hz, 2H), 2.41 (s, 3H), 



%fifcgll (9 0) 

2- (3- (2- (5-*f-;U-2- (4- (4-*f-/U- 1, 2, 3 -f"7 
15 -A^-T-zuf-*) ffcgl • ^fjvx^f^ 




CH 3 



TLC : Rf 0.89 : S^xfjl/= 2 : 1); 

20 NMR (CDCI3) : 8 7.21 (t, J = 7.4 Hz, 1H), 6.94-6.74 (m, 3H), 4.24 (t, J = 6.6 Hz, 
2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 3.02 (s, 3H), 2.99 (t, J = 6.6 Hz,, 2H), 
2.42 (s, 3H)o 
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mmu, (9 1) 

2- (3- (2- (5-^f-^-2- (4-^h^>7xi;v) 



5 




TLC:Rf 0.38 ! ^xf^=2 : 1); 

NMR (CDd 3 ) : 5 7.91 (d, J = 9.0 Hz, 2H), 7.20 (m, 1H), 6.94 (d, J = 9.0 Hz, 2H), 
6.88-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.85 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 
10 2.96 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

IM1 (9 2) 

2- (3- (2- (5 2 - (3, 4-yn + y7x^^ 

V-fr- 4 -A As) Xh*-» 7x-;W) ^ • ;l/i^f Jl' 




TLC : Rf 0.17(^*^> : Bfc$x^;l,= 2 II); 

NMR (CDCI3 + CD3OD) : 5 7.56 (dd, J = 8.2, 2.0 Hz, 1H), 7.50 (d, J = 2.0 Hz, 
20 1H), 7.21 (m, 1H), 6.91 (d, J = 8.2 Hz, 1H), 6.89-6.77 (m, 3H), 4.23 (t, J = 6.6 Hz, 
2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 
2.37 (s, 3H) 0 
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mm (9 3) 

2- (3- (2- (5->^^-2- (1, 3--?**-»M >^>-5-^A/) 




TLC : Rf 0.44(^^r*9-> I SRif** 2 I 1); 

NMR (CDQ 3 ) : 5 7.52 (dd, J = 8.2, 1.8 Hz, 1H), 7.44 (d, J = 1.8 Hz, 1H), 7.21 (m, 
10 1H), 6.99-6.76 (m, 4H), 6.01 ( s, 2H), 4.22 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 
2H), 2.95 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

mmmi (9 a) 

2- (3- (2- (5-^;U-2 - (3, 4, 5-MJ^F + v7x^) 




o 



CH 3 

TLC : Rf 0.28 : iS?xf;i/= 2 '.!)', 

20 NMR (CDCI3) : 8 7.28-7. 17 (m, 3H), 6.89-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 
3.94 (s, 6H), 3.89 (s, 3H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
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3H) 0 

n mi (9?) 

2- (3- (2- (5-^-^-2- (4-hV7;i/to^h^y7i-Jl/) 



TLC : Rf 0.61 : IMRxf-/l/« 2 I 1); 

10 NMR (CDC1 3 ) : 5 8.01 (d, J = 8.6 Hz, 2H), 7.32-7. 16 (m, 3H), 6.89-6.76 (m, 3H), 

4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 
3H)„ 

mm (9 6) 

15 2- (3- (2- (5 ->f"^-2 - (2, 2-^7**0-1, 



TLC: Rf 0.52 ^n*^ : @£$x^;i/=2 II); 

NMR (CDCI3) : S 7.75 (dd, J = 8.4, 1.8 Hz, 1H), 7.68 (d, J = 1.8 Hz, 1H), 7.21 (m, 
1H), 7. 10 (d, J = 8.4 Hz, 1H), 6.89-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 




CH 3 
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3H), 3.58 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) Q 
gfifcflttl (9 7) 

2- (3- (2- (5-^^-2- (4-MJ7J^o^f;i/ft7i-;i') 




10 TLC:Rf 0.45 : Sixf^=3 II); 

NMR (CDC1 3 ) : 5 8.02 (d, J = 8.4 Hz, 2H), 7.70 (d, J = 8.4 Hz, 2H), 7.21 (t, J = 
7.8 Hz, 1H), 6.91-6.73 (m, 3H), 4.24 (t, J =6.6 Hz, 2H), 3.78 (s, 2H), 3.71 (s, 3H), 
3.08 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.40 (s, 3H) 0 

15 nmm (93) 

2- (3- (2- {5 2- (4-v7/7i-;u) **^s- } [,- 
4-4 )V) X^^y) 7x-)Mf^ft) ^-^f;vx^f^ 




TLC : Rf 0.35(^+^> : ftKxf-jI/=2 ! 1); 

NMR (CDa 3 ) : 5 8.08 (d, J = 8.4 Hz, 2H), 7.71 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 

6.75-6.94 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.09 (s, 2H), 
2.99 (t, J = 6.6 Hz, 2H), 2.41 (s, 3H) C 
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2- (3- (2- (5-^^-2- (77>-2-^V) * *W-ns-i 
-4 A,) x|<^) 7x^JMf;W) ^^f^xxf^ 




TLC : Rf 0.32 (^^-9- > : gfc$x?-;l/= 2 ! 1)1 

NMR (CDC1 3 ) : 5 7.52 (m, 1H), 7.21 (m, 1H), 6.86-6.96 (m, 3H), 6.79 (m, 1H), 

10 6.51 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.72 (s, 3H), 3.08 (s, 2H), 2.97 
(t, J = 6.6 Hz, 2H), 2.37 (s, 3H) 0 

xmmi (100) 

2- (3- (5-/fil'-2-7x-;^+tV-;v-4-^l') 
15 7i-^) ^•^ t f^f)l' 




TLC : Rf 0.69(^*"9-> I ffi^xf ^=2 : 1) ; 
20 NMR (CDCI3) : S 7.98-8. 10 (m, 2H), 7.40-7.54 (m, 3H), 7.26 (m, 1H), 6.86-7.00 
(m, 3H), 4.99 (s, 2H), 3.68 (s, 3H), 3.61 (s, 2H), 2.44 (s, 3H) C 
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mm 1 (101) 

2- (3- (2- (5-^f;i'-2-7x-Jl/f7V*-;i/-4-^^) IK 



5 




TLC : Rf 0.56C\*-9-> I WML*-* = 2 I 1) 

NMR (CDC1 3 ) : S 7.90-7.81 (m, 2H), 7.46-7.35 (m, 3H), 7.25-7. 16 (m, 1H), 6.87- 

6.78 (m, 3H), 4.32 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3. 19 (t, J = 6.8 Hz, 
10 2H), 2.46 (s, 3H) 0 

iiftj no2) 

2- (3- (3- (5-^f L ^-2-7xr.;u^4r-9-V-;l/- A-4fr) 7"o 




TLC : Rf o.42(^*-9-> : IH8x*-;u= 2 : 1); 

NMR (CDCI3) : 8 7.94-8.04 (m, 2H), 7.36-7.50 (m, 3H), 7.22 (m, 1H), 6.76-6.90 
20 (m, 3H), 3.98 (t, J = 6.2 Hz, 2H), 3.69 (s, 3H), 3.59 (s, 2H), 2.70 (t, J = 7.0 Hz, 2H), 
2.28 (s, 3H), 2.15 (m, 2H) Q 
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mm i (iQ3) 

2- (3- (2- (2-7x^WW-Jl'-4-'f^) x^y) 7x- 



5 




TLC : Rf 0.53 C^*^ : ftK^f-^= 2 I 1); 

NMR (CDC1 3 ) : 5 7.96-8.08 (m, 2H), 7.57 (s, 1H), 7.40-7.52 (m, 3H), 7.24 (m, 
1H), 6.80-6.92 (m, 3H), 4.28 (t, J = 6.6 Hz, 2H), 3.69 (s, 3H), 3.59 (s, 2H), 3.09 (t, J 
10 = 6.6 Hz, 2H) 0 

mm 1 LL0-4J 

2- (3- (2- (5-/^)^-2 - (4-y^n^yjl/7i-;i/) 




TLC : Rf 0.67 (^*"9-> : iiif^=2 : 1); 

NMR (CDCI3) : d 7.88 (d, J = 8.4 Hz, 2H), 7.26 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 
20 6.77-6.86 (m, 3H), 4.23 (t, J = 7.0 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96 (t, J = 
7.0 Hz, 2H), 2.55 (m, 1H), 2.36 (s, 3H), 1.73-7.87 (m, 4H), 1.30-1.60 (m, 6H) Q 



2- (3- (2- (5 -^f-^-2 - (3-^OD-4-^f;l/7x-;l,) * 
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5 TLC:Rf 0.53(^^"t> : ^^.^^=2 : 1) ; 

NMR (CDa 3 ) : S 7.96 (d, J = 1.8 Hz, 1H), 7.75 (dd, J = 8.0, 1.8 Hz, 1H), 7.28 (d, 
J = 8.0 Hz, 1H), 7.22 (m, 1H), 6.78-6.86 (m, 3H), 4.23 (t, J = 6.7 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.96 (t, J = 6.7 Hz, 2H), 2.40 (s, 3H), 2.37 (s, 3H) C 

io mmm u 0 6) 

2- (3- (2- (5 -^f-^- 2 - (4-y^W^7i-JV) 




15 

TLC : Rf 0.31 (^*V> fi|xfjl/=2 : 1); 

NMR (CDC1 3 ) : (J 7.84 (d, J = 9.0 Hz, 2H), 7.21 (m, 1H), 6.78-6.87 (m, 3H), 6.71 

(d, J = 9.0 Hz, 2H), 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3.01 (s, 6H), 
2.95 (t, J = 6.8 Hz, 2H), 2.34 (s, 3H) e 

20 

iiU no?) 

2- (3- (2- (5-xfJl'-2-7x^JVtnv*-^- 4 
+ y) 7x-;i/) ffiK^fJl/x^f^ 
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TLC:Rf 0.61 (^^r-9-> I ^if-^=2 : 1); 
5 NMR(CDC1 3 ) : S 7.94-8.04 (m, 2H), 7.37-7.50 (m, 3H), 7.21 (m, 1H), 6.76-6.89 

(m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 
2.75 (q, J = 7.6 Hz, 2H), 1.31 (t, J = 7.6 Hz, 3H) 0 

mm u 

10 2- (3- (2- (5 (4-W7x-;i/) 
A-<i)V) xf^y) 7x-;u) SK^f;i/xxf^ 




H 3 C 

15 TLC:Rf 0.62(^^-9- ^x^;w= 2 : 1) ; 

NMR (CDCI3) : 8 7.88 (d, J = 8.6 Hz, 2H), 7. 16-7.28 (m, 3H), 6.76-6.90 (m, 3H), 
4.23 (t, J = 6.8 Hz, 2H), 3.69 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.8 Hz, 2H), 2.64 (t, J 
= 7.0 Hz, 2H), 2.36 (s, 3H), 1.62 (m, 2H), 1.34 (m, 2H), 0.93 (t, J = 7.4 Hz, 3H)„ 

20 MML1 (10 9) 

2- (3- (2- (5 2 - (4-* OD7i-JP) t^V-lV- 

4-^f;U) ^h^v) 7x-;W) ftR • p»f-^/X^r;u 
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TLC : Rf 0.54 (^**)-> ffiSif/l/= 2 II); 

NMR (CDd 3 ) : S 7.91 (d, J = 8.6 Hz, 2H), 7.40 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.89 (m, 3H), 4.23 (t, J ■ 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96(t, J = 6.6 
Hz, 2H), 2.37 (s, 3H)o 

nm m (no) 

2- (3- (2- (5-^^^-2- (ft7x>-2->fJl') ***)-*/-)l< 
10 —4 — T ^) lh^-y) 7x-;u) ffiK • ^f-^^r^ 




TLC.Rf o.43(^*-9-> : ;w=2 : d; 

15 NMR (CDC1 3 ) : 8 7.58 (dd, J = 3.7, 1.2 Hz, 1H), 7.36 (dd, J = 5.2, 1.2 Hz, 1H), 
7.22 (m, 1H), 7.08 (dd, J = 5.2, 3.7 Hz, 1H), 6.77-6.88 (m, 3H), 4.22 (t, J = 6.6 Hz, 
2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

^mm 1 (111) 

20 2- (3- (2- (5-^f-;u-2- (77>-2-^;v) **-9-v*-;i/-4 
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TLC : Rf 0.33 > .' 2:1); 

NMR (CDC1 3 ) : S 7.51 (m, 1H), 7.21 (m, 1H), 6.92 (d, J = 3.4 Hz, 1H), 6.78-6.87 
5 (m, 3H), 6.50 (dd, J = 3.4, 1.8 Hz, 1H), 4.23 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.57 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H), 2.36 (s, 3H) e 

mmm 1 (112) 

2- (3- (2- (5-**A>-2- (If V 9 Jy-2-<iAs) t^W-fr- 
10 ib4r'» 7i-^) 6fe$ • ^f^xXfil' 




TLC:Rf 0J7(ftKx^H/); 
15 NMR (CDCI3) : <5 8.70 (m, 1H), 8.05 (m, 1H), 7.78 (ddd, J = 7.8, 7.8, 1,6 Hz, 1H), 

7.31 (m, 1H), 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 
3.57 (s, 2H), 3.00 (t, J = 6.6 Hz, 2H), 2.43 (s, 3H) 0 

mm 1 M13) 
20 2 - (3 - (2 - (5 2 - (2->f^7x-^) 

4--f;u) x^y) 7i-;u) ^^f^f^ 



129 



WO 99/46232 



PCT/JP99/01134 




CH 3 



TLC : Rf 0.76 C^*^ I ffiifcxf-;i,= 2 : 1); 

NMR (CDCI3) : S 7.91 (m, 1H), 7. 19-7.34 (m, 4H), 6.78-6.87 (m, 3H), 4.25 (t, J = 
5 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 6.8 Hz, 2H), 2.65 (s, 3H), 2.37 (s, 
3H) 0 

W&m (114) 

2- (3- (2- (5 -^f-^-2 - (3->f^7i-Jl/) - 
10 4-4)l>) xh^fy) 7i-^) BfcSI • p<^;i/X^r;U 




TLC : Rf 0.55 : ffiRxf^= 2 : 1); 

15 NMR (CDCI3) : £ 7.75-7.82 (m, 2H), 7. 17-7.35 (m, 3H), 6.78-6.86 (m, 3H), 4.24 

(t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.40 (s, 3H), 
2.37 (s, 3H) 0 

liU (J 1 5J 

20 2 - (3 - (2 - (5 ->f-JU-2 - (4-h'J7^to^f^7x-;v) * 
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TLCrRf 0.57 (^^r^> I ft»xf^=2 : 1)1 

NMR (CDd 3 ) : * 8.09 (d, J = 8.4 Hz, 2H), 7.68 (d, J = 8.4 Hz, 2H), 7.21 (m, 1H), 

5 6.75-6.90 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99(t, J = 6.6 
Hz, 2H), 2.40 (s, 3H) 0 

mmmi a 1 e) 

2- (3- (2- (5 2 - (4 -7J^D7x^;l/) tHV-JV 

10 -4-4 fr) xf^rv) 7x-;P) iSS-^f^T^ 




TLCrRf 0.51 (^4r"9-> ! ^xf^= 2 II); 
15 NMR (CDC1 3 ) : 8 7.91-8.04 (m, 2H), 7.05-7.24 (m, 3H), 6.75-6.92 (m, 3H), 4.23 
(t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) 0 

mmmi (in) 

2- (3- (2- (5-^^-2- (4 -v7-y 7^-;u) 

20 4-4 fr) X^y) 7x-;P) SS^fiVWfJl' 
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TLC :Rf 0.37 : ftgfcxf-fl/- 2 I 1) ; 

NMR (CDC1 3 ) : S 8.07 (d, J = 8.8 Hz, 2H), 7.71 (d, J = 8.8 Hz, 2H), 7.22 (m, 1H), 
6.78-6.87 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.98 (t, J = 
5 6.6 Hz, 2H), 2.40 (s, 3H) e 

2- (3- (2- (5 -^f-^-2 - (4-*f-)V-\, 2, 

5 /U- 4 ->f/U) 7x^Jl/) ftR-^f- 

10 



TLC:Rf 0.49 : fj=g£x^;i/= 2 II); 

15 NMR (CDCI3) : S 7.22 (m, 1H), 6.78-6.87 (m, 3H), 4.23 (t, J = 6.2 Hz, 2H), 3.68 
(s, 3H), 3.58 (s, 2H), 3.02 (s, 3H), 2.98 (t, J = 6.2 Hz, 2H), 2.41 (s, 3H) 0 

2- (3- (2- (5 ->f-^- 2 - (2, 3, 5, 6-ff77^to-4 
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F 



TLC : Rf 0.58 (^ifV : ||i(|xf*-2 ! 1); 

NMR (CDCI3) : S 7.20 (m, 1H), 6.75-6.90 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 
5 (s, 3H), 3.58 (s, 2H), 3.02 (t, J = 6.6 Hz, 2H), 2.41 (s, 3H), 2.33 (s, 3H) 0 

(12 0) 

2- (3- (2- (5->f-^-2- (3-- JV7x-;i/) * 




TLC:Rf 0.33 : ffcg£.xf-;i/ = 2 : 1); 

NMR (CDCI3) : 5 8.55 (d, J = 1.6 Hz, 1H), 8.09 (dd, J = 8.0, 1.6 Hz, 1H), 7.41 (d, 

15 J = 8.0 Hz, 1H), 7. 19 (m, 1H), 6.70-6.88 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.64 (s, 3H), 2.40 (s, 3H) e 

1 (12 1) 

2- (3- (2- (5-^f-;U-2-v^n^^rv;l/^-^-9-V-;l/-4-^;i,) 
20 x. h^rv) -7ji-;1/) gfc$ • *1-)U2-Zt)I 
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TLC :Rf 0.50(^^r-9-> : gfc$x-^=2 11); 

NMR (CDCI3) : S 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4. 15 (t, J = 6.7 Hz, 2H), 3.69 
5 (s, 3H), 3.58 (s, 2H), 2.87 (t, J = 6.7 Hz, 2H), 2.69 (m, 1H), 2.24 (s, 3H), 1.96-2.08 
(m, 2H), 1.20-1.86 (m, 8H) 0 

mmm 1 (122) 

2- (3- (2- (5-^f-^-2 -v^D^>-^;l/^^-9-V-;l/-4 -4 ;u) 
10 x^y) 71-^) ftS-^f^f)!' 




TLC :Rf O.50(^^r-9-> I ft»xfn/= 2 I 1)1 
15 NMR (CDCI3) : <5 7.21 (m, 1H), 6.76-6.86 (m, 3H), 4. 15 (t, J = 6.7 Hz, 2H), 3.69 

(s, 3H), 3.58 (s, 2H), 3.11 (m, 1H), 2.86 (t, J = 6.7 Hz, 2H), 2.24 (s, 3H), 1.58-2.12 
(m, 8H) 0 

20 2 - (3 - (2 - (5 -/1-^-2- (4-^>f^7x-Jl/) *WS-A' 
-4-4 J^) xh^rv) 7x-^) • ^f-Jl/X^rA/ 
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H 3 C 

TLC :Rf 0.55(^^-9-^ I 2 : 1); 

NMR (CDC1 3 ) : £ 7.88 (d, J = 8.0 Hz, 2H), 7.29 (d, J = 8.0 Hz, 2H), 7.17 (m, 1H), 
5 6.70-6.88 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.57 (s, 2H), 2.96(t, J = 6.8 
Hz, 2H), 2.63 (t, J = 7.6 Hz, 2H), 2.36 (s, 3H), 1.64 (m, 2H), 1.20-1.42 (m, 4H), 
0.89 (t, J = 6.6 Hz, 3H) 0 

mmn lliai 

10 2- (3- (2- (5-*T)V-2- (tfV ¥y-A-4)V) t^f-y-;!,- 
4-4 )V) xh^rv) 7x-iMfWt) ^^f^Xf;!/ 




15 TLC : Rf 0.22 (^^r^ > I ffi||xf;i/= l : l ) ; 

NMR (CDC1 3 ) : 8 8.90 (d, J = 6 Hz, 2H), 7. 85 (d, J = 6 Hz, 2H), 7.20 (dd, J = 8, 8 

Hz, 1H), 6.95-6.80 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 3.80 (s, 2H), 3.75 (s, 3H), 3.10 
(s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.45 (s, 3H) 0 

20 ' £MM 1 (12 5) 

2- (3- (2- (5-^;u-2- (evv>-3->f;i/) **^7*-;b - 
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TLC : Rf 0.33 (^-^ : &&^)l>= 1 ; 3); 

NMR (CDC1 3 ) : S 9.22-9. 18 (m, 1H), 8.61 (dd. J = 5.0 Hz, 1.8 Hz, 1H), 8.25-8. 19 

5 (m, 1H), 7.37-7.16 (m, 2H), 6.85-6.76 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.66 (s, 3H), 
3.56 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) 0 

mm (1 2 fi) 

2- (3- (2- (5-^^-2 - Vy-\-4)\,) **-V-*S-)U- 
10 4->f;W x^y) 7x-;i/) gfigg • ^f^x^f;!' 




Rf 0.25 > : SRifJl'= i:3); 

15 NMR (CDCI3) : 5 8.71-8.67 (m, 2H), 7.83-7.80 (m, 2H), 7.26-7. 17 (m, 1H), 6.86- 

6.79 (m, 3H), 4.24 (t, J = 6.4 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99 (t, J = 6.4 Hz, 
2H), 2.40 (s, 3H) 0 

m m (12 7) 

20 2 - (3 - (2 - (5 -^f-;u-2- (4-^f;i/^7y>-l-'f^) f- 
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TLC :Rf 0.39(?nn*;i/A ; * 9J-fr=2 0 : 1) ; 

NMR (CDC1 3 ) : S 7.21 (m, 1H), 6.77-6.85 (m, 3H), 4. 19 (t, J = 7. 1 Hz, 2H), 3.68 

5 (s, 3H), 3.58 (s, 2H), 3.42 (m, 4H), 2.94 (t, J = 7. 1 Hz, 2H), 2.50 (m, 4H), 2.33 (s, 
3H), 2.25 (s, 3H) 0 

jjSj 1 (12 8) 

2- (3- (2- (5-^f)l'-2-7x-;i/tW-)l'- 4 --f ;U) x)> 
10 ^y) 7x-W h*v) ftK • t -Vf-toMf-fr 




TLC : Rf 0.79 (I^Kxf-;!/ : ^*^> = 1 ; 1); 
15 NMR (CDCI3) : 8 7.98 (m, 2H), 7.50-7.35 (m, 3H), 7.24 (dd, J = 8.0, 8.0 Hz, 1H), 
6.95-6.80 (m, 3H), 4.58 (s, 2H), 4.25 (t, J =6.5 Hz, 2H), 3.96 (s, 2H), 2.98 (t, J = 
6.5 Hz, 2H), 2.38 (s, 3H), 1.47 (s, 9H) 0 

gflsM 1 (12 9) 

20 2 - (3 - (2 - (5 2- (tf'J )U) *d^/-;u- 

4-^T;U) x^y) 7xx;i/^f;Vft) IM8 • f-fl/Xytf-;!/ 
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TLC : Rf 0.14 (^^y I ftKif^= 1 I 2)\ 

NMR (CDC1 3 ) : S 9.20 (d, J = 2 Hz, 1H), 8.65 (dd, J = 5, 2 Hz, 1H), 8.25 (m, 1H), 
5 7.35 (m, 1H), 7.20 (dd, J = 8, 8 Hz, 1H), 6.95-6.75 (m, 3H), 4.25 (t, J = 6.5 Hz, 2H), 
3.80 (s, 2H), 3.75 (s, 3H), 3.10 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.40 (s, 3H) 0 

2- (3- (2- (5 2 - (4 -*7-)vi-f7 jl-)v) 




tlc : Rf o.39(^+-9-> : g^^f-;u=2 : d; 

15 NMR (CDCI3) : d 7. 88 (d, J = 8.6 Hz, 2H), 7.27 (d, J = 8.6 Hz, 2H), 7. 17 (dd, J = 
7.8, 7.6 Hz, 1H), 6.70-6.88 (m, 3H), 4.22 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H), 2.51 (s, 3H), 2.37 (s, 3H) e 

20 2 - (3 - (2 - (5 -^;i"- 2 -i/?w?v\£)\/**y-y-)l<- 4 
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TLC : Rf 0.39 I 1 : 1); 

NMR (CDC1 3 ) : S 7.26-7. 16 (m, 1H), 6. 85-6. 76 (m, 3H), 4. 14 (t, J = 6. 8 Hz, 2H), 

5 3.68 (s, 3H) f 3.57 (s, 2H), 2.83 (t, J = 6.8 Hz, 2H), 2.21 (s, 3H), 2.04-1.90 (m, 1H), 
1.01-0.89 (m, 4H) 0 

xmm 1 (13 2) 

2- (3- (2- (5 2 - (4--ho7i-ji/) 

10 4--f;u) xf^v) 7i-;u) ss^f^x^f^ 




TLC:Rf 0.57 \ ^xf;l/=4 : 3) ; 

15 NMR(CDa 3 ): 8 8.29 (d, J = 9.0 Hz, 2H), 8.13 (d, J = 9.0 Hz, 2H), 7.22 (m, 1H), 
6.77-6.87 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.86 (s, 3H), 3.58 (s, 2H), 3.00 (t, J « 
6.6 Hz, 2H), 2.42 (s, 3H) 0 

mm 1 (13 3) 

20 2 - (3 - (2 - (5 2- V y-2 -4)1) **-9-v*-;u- 
4-^f;i/) xF^y) 7x-jl/) g£g£ • ^^-x^r^ 
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TLC:Rf 0.38(^^^^ ! S^K^f-^=4 : 3) i 

NMR (CDCI3) : S 8.17-8.29 (m, 3H), 7.83 (m, 1H), 7.75 (m, 1H), 7.57 (m, 1H), 
5 7.22 (m, 1H), 6.78-6.86 (m, 3H), 4.29 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 
3.05 (t, J = 6.6 Hz, 2H), 2.49 (s, 3H) 0 

mm (13 4) 

2- (3- (2- (5 2- (3 - h 'J 7;u*n>t j» ^v7x-;u) 




TLC : Rf 0.46 (^^"9" > ! ft»if^= 2 I 1)1 
15 NMR (CDCI3) : 8 7.91 (dt, J = 7.8, 1.2 Hz, 1H), 7.85-7.82 (m, 1H), 7.45 (t, J = 
7.8 Hz, 1H), 7.28-7. 17 (m, 2H), 6.88-6.77 (m, 3H), 4.24 (t, J = 6.6 Hz, 2H), 3.68 (s, 
3H), 3.58 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 3H) 0 

iiflj u 3 5) 

20 2 - (3 - (2 - (5 - - (2-h'J7;U^n^h ^fy?!-^) 
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TLC : Rf 0.43 (^#-9- > : ffci?J^;U= 2 : l); 

NMR (CDC1 3 ) : d 8.11-8.04 (m, 1H), 7.49-7.31 (m, 3H), 7.27-7.16 (m, 1H), 6.88- 
5 6.76 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 2.99 (t, J = 6.6 Hz, 
2H), 2.39 (s, 3H) 0 

iifli (136) 

2- (3- (2- (4-^f^-2-7x^;^^t , /-;i/-5-'f^) x b 
10 7i-jv) SS->f^7;v 




TLC : Rf 0.37(^-9"> : ftK^f-^=2 : 1)1 
15 NMR (CDCI3) : <J 8.02-7.95 (m, 2H), 7.49-7.38 (m, 3H), 7.28-7. 18 (m, 1H), 6.90- 

6.77 (m, 3H), 4.22 (t, J = 6.8 Hz, 2H), 3.68 (s, 3H), 3.58 (s, 2H), 3. 16 (t, J = 6.8 Hz, 
2H), 2.22 (s, 3H) 0 

mm a 3 7) 

20 2 - (3 - (2 - (5 2 - (1, 3-yt^t^f>f>-5-^;t/) 
t+t7-*- 4 — f ^) x^-» 7x-;Mh^y) W&t - t -y^;i/x 
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TLC : Rf 0.83 (^*-9-> I g^Kxf-;l/= 1 : 1) ; 

NMR (CDC1 3 ) : d 7.51 (dd, J = 8.0, 1.8 Hz, 1H), 7.43 (d, J = 1.8 Hz, 1H), 7.24 (t, 

5 J = 7.8 Hz, 1H), 6.97-6.79 (m, 4H), 6.01 (s, 2H), 4.58 (s, 2H), 4.23 (t, J = 6.8 Hz, 
2H), 3.96 (s, 2H), 2.95 (t, J = 6.8 Hz, 2H), 2.35 (s, 3H), 1.48 (s, 9H) 0 

2- (3- (4- (4-^f^7x-^) f7 s /-^-2-f;M h^rv) 7 
10 Bfc& 




nmm \-?m%.Ltz\t&® (0.51 g) -7- v?*. KD77V 

15 (8mi, 1 : 1) <nm&®mz®mL, 2 n-*®^^? 

(3.2ml) 5rSPx.T, mS"? 3 TO3f#L£ 0 KfcU&®mzi&&*m*-X , 

f-^-CTO B B H L, TlB«€^^r1-^»^l&^k^ (0.39g) 
20 TLC : Rf 0.37 (g^^xf;i/) ; 

NMR (CDCI3+4 drop of CD3OD) : 8 7.77 (2H, d, J=8.0Hz), 7.45 (1H, s), 7.23- 
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7.31 (3H, m), 6.91-7.05 (3H, m), 5.42 (2H, s), 3.83 (2H, s), 3.08 (2H, s), 2.39 (3H, 
s) 0 

mm (1) zlli2 (13 7) 

5 mnmi-?mT&Ltzit&®<Dttt>t)izmMMi m -nmmi (137) 
10 nn w2 (1) 

6- (3- (4- (4-^f^7x^) f7V-;l'-2 h^rv) 7 




15 

TLC : Rf 0.41 + : ft|XfA/= 1 : 1); 

NMR (CDC1 3 ) : 8 7.78 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.28-7.16 (3H, m), 6.90- 

6.78 (3H, m), 5.42 (2H, s), 2.60 (2H, t, J=7.5Hz), 2.39 (3H, s), 2.34 (2H, t, 
J=7.5Hz), 1.76-1.54 (4H, m), 1.46-1.24 (2H, m) 0 

20 

mm (2) 

5- (3- (e7x-^-4->f;Mh + y) 7x-*) 
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TLC : Rf 0.49(S^S?xf-;i/) ; 

NMR (CDCI3) : $ 7.58-7.64 (4H, m), 7.35-7.53 (5H, m), 7.21 (1H, m), 6.78-6.84 
5 (3H, m), 5.09 (2H, s), 2.62 (2H, t, J=7.0Hz), 2.38 (2H, t, J=7.0Hz), 1.64-1.72 (4H, 
m) 0 

mm (3) 

4- (3- (e7x-^-4-^V^Kv) 7i-;U) 7**>® 

10 




TLC : Rf 0.67(8fc&x^;i/) ; 

NMR (d 6 -DMSO) : 8 7.62-7.66 (4H, m), 7.31-7.51 (5H, m), 7.14 (1H, dd, J=7.5, 
15 7.5Hz), 6.71-6.82 (3H, m), 5.07 (2H, s), 2.52 (2H, t, J=7.0Hz), 2.06 (2H, t, 
J=7.0Hz), 1.74 (2H, tt, J=7.0, 7.0Hz) o 

wmi LP 

4- (3- (4- f7V-^-2->f )\>* 7 
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5 TLC : Rf 0.63 (gfc$x^;i/) ; 

NMR (CDC1 3 ) : $ 7.78 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.23 (2H, d, J=8.0Hz), 
7.22 (1H, m), 6.81-6.88 (3H, m), 5.41 (2H, s), 2.66 (2H, t, J=7.5Hz), 2.38 (3H, s), 
2.36 (2H, t, J=7.5Hz), 1.96 (2H, tt, J=7.5, 7.5Hz) 0 

10 m.1foM2 (5) 

4- (3- (2- (5->f^-2-7xi«/W7-*-4--f*) x|> 




15 

TLC : Rf 0.47(!fc$x-f ; 

NMR (CDCI3) : 8 7.94-8.02 (2H, m), 7.39-7.48 (3H, m), 7.18 (1H, m), 6.72-6.78 
(3H, m), 4.23 (2H, t, J=6.6Hz), 2.98 (2H, t, J=6.6Hz), 2.64 (2H, t, J=7.2Hz), 2.38 
(3H, s), 2.35 (2H, t, J=7.2Hz), 1.95 (2H, tt, J=7.2, 7.2Hz) 0 

20 

mm (6) 
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6- (3- (2- (5-^^-2-7i-mt , /-^-4-'ffl') x[> 



TLC : Rf 0.41 (?nn*;WA : ? 1 5 I 1) ; 

NMR (CDC1 3 ) : 5 8.02-7.91 (2H, m), 7.49-7.36 (3H, m), 7.16 (1H, t, J=8.0Hz), 
6.78-6.69 (3H, m), 4.24 (2H, t, J=7.0Hz), 2.98 (2H, t, J=7.0Hz), 2.58 (2H, t, 
J=7.5Hz), 2.38 (3H, s), 2.34 (2H, t, J=7.5Hz), 1.75-1.54 (4H, m), 1.45-1.25 (2H, m) 0 



u rn (7) 

5- (3- (2- (5-^f^-2-7x^;^H > /-^-4-^l/) Jib 



TLC : Rf 0.36(?nn*;WA : ^ 5 ; - } \,= 15:1); 

NMR (CDCI3) : S 8.04-7.92 (2H, m), 7.49-7.36 (3H, m), 7.17 (1H, t, J=8.0Hz), 

6.78-6.68 (3H, m), 4.24 (2H, t, J=7.0Hz), 2.98 (2H, t, J=7.0Hz), 2.68-2.53 (2H, m), 
20 2.45-2.30 (5H, m). 1.79-1.56 (4H, m)„ 

I M2 (S) 

2- (3- (3- (li7x-;i'-4-'f;^l-^y) 7jl-;u) 7u\£n,?-*) 

146 
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5 TLC.Rf 0.38(^nn^;i/A : > ^y-;i/= i o : 1) ; 

NMR (CDC1 3 ) : S 7.35-7.64 (9H, m), 7.22 (1H, m), 6.78-6.86 (3H, m), 5.09 (2H, 
s), 3.25 (2H, s), 2.70 (2H, t, J=7.5Hz), 2.67 (2H, t, J=7.5Hz), 1.94 (2H, tt, J=7.5, 
7.5Hz) 0 

10 mmi (9) 

2- (3- (3- (4- (4->fJl/7x-^) f7V-;l'-2-'f;Mh^ 




15 

TLC.Rf 0.41 (^DD*M : * ?y-;l/= 1 0 ! 1) ; 

NMR (CDCI3) : S 7.75 (2H, d, J=8.0Hz), 7.43 (1H, s), 7.18-7.26 (3H, m), 6.80- 

6.91 (3H, m), 5.44 (2H, s), 3.23 (2H, s), 2.71 (2H, t, J=7.4Hz), 2.65 (2H, t, 
J=7.4Hz), 2.38 (3H, s), 1.93 (2H, tt, J=7.4, 7.4Hz) 0 
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mm (i q) 

6- (2- (2- (5-^f^-2-7x-;l/t+tV-^-4-^;l/) 



TLC : Rf o.50(*no*;uA : * */-;u= l o : l) ; 

NMR (CDC1 3 ) : $ 7.95-8.00 (2H, m), 7.39-7.44 (3H, m), 7.07-7. 17 (2H, m), 6.81- 
10 6.88 (2H, m), 4.23 (2H, t, J=6.7Hz), 3.00 (2H, t, J=6.7Hz), 2.57 (2H, t, J=7.3Hz), 
2.37 (3H, s), 2.30 (2H, t, J=7.4Hz), 1.46-1.69 (4H, m), 1.22-1.40 (2H, m) 0 

^^12 (1 1) 

2- (3- (tT7x-;^-4 -A )V* h*v) 7xX)MfWt) fflgi 

15 



TLC : Rf 0.39(§fc&x^;U) ; 

NMR (CDCI3) : $ 7.60-7.64 (4H, m), 7.22-7.53 (6H, m), 6.89-7.02 (3H, m), 5. 1 1 



5 
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(2H, s), 3.83 (2H, s), 3.10 (2H, s)o 

mmm (12) 

2- (3- (2- (5-^f^-2-7x^t^y*-^-4-^Jl/) 
5 ^y) 7x-;Mf;vft) ftK 




TLC : Rf 0.33 (SfM^^) 
10 NMR (CDCI3) : 8 7.95-8.00 (2H, m), 7.40-7.47 (3H, m), 7.21 (1H, dd, J=8.0, 

8.0Hz), 7.03 (1H, dd, J=2.0, 1.0Hz), 6.88 (1H, ddd, J=8.0, 3.0, 2.0Hz), 6.81 (1H, 
ddd, J=8.0, 3.0, 1.0Hz), 4.28 (2H, t, J= 7.5Hz), 3.86 (2H, s), 3.16 (2H, s), 2.98 (2H, 
t, J=7.5Hz), 2.39 (3H, s)o 

15 mmi (i 3) 

5- (2- (2- (5->f/l'-2-7iimt 4 /-^-4-'f >U) J-h 




20 

tlc : Rf 0.58 (*nn*;i/A : ?y-;u= 9 : 1) ; 

NMR (CDC1 3 ) : 8 8.00-7.95 (2H, m), 7.50-7.35 (3H, m), 7.20-7.05 (2H, m), 6.90- 
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6.80 (2H, m), 4.25 (2H, t, J = 7 Hz), 3.05 (2H, t, J = 7 Hz), 2.60 (2H, t, J = 7 Hz), 
2.40 (3H, s), 2.35 (2H, t, J = 6 Hz), 1.80-1.50 (4H, m) 0 

m m (1 4) 

5 6- (2- (4- (4-^f)l'7x-;i/) f7V-Jl'-2-'f;Mh^y) 7 




10 TLC : Rf 0.76 (gfciP^I') ; 

NMR (CDC1 3 ) : S 7.79 (2H, d, J=8.4Hz), 7.44 (1H, s), 7.15-7.26 (4H, m), 6.91- 

6.98 (2H, m), 5.41 (2H, s), 2.73 (2H, t, J=7.4Hz), 2.38 (3H, s), 2.36 (2H, t, 
J=7.3Hz), 1.62-1.78 (4H, m), 1.37-1.52 (2H , m) D 

15 liflj (1 5) 

2- (3- (3- (2- (5-^f^-2-7x-;i/tW-^-4->f;V) 




20 

TLC : Rf 0.42(^nn*;UA ; * ?;-)],= 10: 1) ; 

150 



WO 99/46232 



PCT/JP99/0U34 



NMR (CDC1 3 ) : d 7.94-7.98 (m, 2H), 7.41-7.44 (m, 3H), 7.16 (dd, J = 7.7, 7.7 Hz, 
1H), 6.89 (m, 1H), 6.72-6.76 (m, 2H), 4.29 (t, J = 7.2 Hz, 2H), 3.23 (s, 2H), 3.01 (t, 
J = 7.2 Hz, 2H), 2.72 (t, J = 6.7 Hz, 2H), 2.66 (t, J = 6.7 Hz, 2H), 2.40 (s, 3H), 1.94 
(tt, J = 6.7, 6.7 Hz, 2H) 0 

5 

mm (i e) 

2- (3- (2- (b'7x-;P-4-^i/) xK-» 7x-^^wt) 



10 




TLC : Rf 0.43 (? na*M : ^ ^ 1 0 I 1) ; 

NMR (CDC1 3 ) : S 7.52-7.61 (m, 4H), 7.34-7.47 (m, 5H), 7.23 (dd, J = 8.0, 8.0 Hz, 
1H), 6.80-6.92 (m, 3H), 4.21 (t, J = 6.8 Hz, 2H), 3.81 (s, 2H), 3.14 (t, J = 6.8 Hz, 
15 2H), 3.11 (s, 2H) 0 

mm W2 (17) 

2- (4 -^nn-3 - (2- (5 2 -7 ^-)Vjr**yy-)\,- 4 
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TLC : Rf 0.38 (*:^^-*:?on*w=i : 10 : 10 0); 

NMR (CDC1 3 ) : S 7.99 (m, 2H), 7.50-7.40 (m. 3H), 7.28 (d, J = 8.0 Hz, 1H), 7. 15 
(d, J = 2.0 Hz, 1H), 6.82 (dd, J = 8.0, 2.0 Hz, 1H), 6.30 (br., 1H), 4.38 (t, J = 6.5 Hz, 
2H), 3.85 (s, 2H), 3.18 (s, 2H), 3.03 (t, J = 6.5 Hz, 2H), 2.42 (s, 3H) Q 

mmm a s) 

2- (4 -*nn-3 - (4- (4-^fiV7x-^) f-7 V-^- 2 -4 



TLC : Rf 0.42 \*9 J-fr\ ?DD*M= 1 I 1 0 I 1 0 0) I 
NMR (CDC1 3 ) : 8 7.73 (d, J = 8.0 Hz, 2H), 7.44 (s. 1H), 7.33 (d, J = 8.0 Hz, 1H), 
7.22 (d, J = 8.0 Hz, 2H), 7. 11 (d, J = 2.0 Hz, 1H), 6.91 (dd, J = 8.0, 2.0 Hz, 1H), 
5.50 (s, 2H), 3.80 (s, 2H), 3.04 (s, 2H), 2.37 (s, 3H) 0 

2- (3- (kf7x-;w-4 -4 )V* -4-^dd7x-;MW 



H 3 C 




OH 
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tlc : Rf 0.34 (tK : ^ 9 J - * : 9 n n *)V a = i : 1 o : l 0 0 ) ; 

NMR (CDC1 3 ) : 8 7.65-7.35 (m, 9H), 7.33 (d, J = 8.0 Hz, 1H), 7.01 (d, J = 2.0 Hz, 
1H), 6.87 (dd, J = 8.0, 2.0 Hz, 1H), 5.20 (s, 2H), 3.79 (s, 2H), 3.02 (s, 2H) 0 

&foM2 (2 0) 

2 - (3 - ( (2 E) -3 - (lf7x-;u-4 -4)V) yn^;^^y) 7 




TLC : Rf 0.29 (9 DD^JPA : * ?y-;i/= 1 0 : 1) ; 

NMR (CDCI3) : 5 7.22-7.62 (m, 10H), 6.74-6.97 (m, 4H), 6.45 (dt, J = 16.0, 5.6 
Hz, 1H), 4.73 (d, J = 5.6 Hz, 2H), 3.84 (s, 2H), 3.12 (s, 2H) e 

mm (2 1) 

2- (3- (3- (fcf7i-;u-4 -4 >u) 7*n>K*v) 7i-;Mf;i'f^) 
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TLC : Rf o.29(^dd^;p^ : p<^/-;U=2 0 : l); 
5 NMR (CDC1 3 ) : S 7.19-7.61 (m, 10H), 6.78-6.93 (m, 3H), 4.00 (t, J = 6.1 Hz, 2H), 

3.82 (s, 2H), 3.12 (s, 2H), 2.86 (t, J = 7.6 Hz, 2H), 2.14 (tt, J = 7.6, 6.1 Hz, 2H) e 
mifoM2 (2 2) 

2- (3- (2- (5-^f^-2-7i-^*H7-^-4-'f )V) xf 
10 *v) 7i-f) ffl*- ^f-fl'MrA/ 




TLC : Rf 0.52(^nn*;l/A : > ^y-;i/=9 : i) ; 

15 NMR (CDCI3) : <5 8.00-7.90 (m, 2H), 7.45-7.35 (m, 3H), 7.20 (t, J = 7.5 Hz, 1H), 

6.90-6.75 (m, 3H), 4.20 (t, J = 7 Hz, 2H, ), 3.60 (s, 2H), 2.95 (t, J = 7 Hz, 2H), 
2.35(s, 3H) 0 

mm (2 3) 

20 2 - (3 - (fcf7x-;U-4-'OM h*v) \£*)V>-5->( to***,**) 
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TLC : Rf 0.14(7jc: *9 J-fr\ ^ODWi=l : 10: 100); 
5 NMR (DMSO-de) : 8 8.27 (d, J = 3.0 Hz, 1H), 8. 12 (d, J = 1.5 Hz, 1H), 7.75-7.30 
(m, 10H), 5.23 (s, 2H), 3.83 (s, 2H), 3.15 (s, 2H) 0 

mm (2 4) 

2- (3- (4* -7ne/nf7x-/i'-4 -jfr* h*v) 7x-;Mf^ 

10 



TLC : Rf 0.41 (ftgixf-^) ; 
15 NMR (CDCI3) : <5 7.60 (d, J = 8.3 Hz, 2H), 7.51 (d, J = 8.2 Hz, 2H), 7.48 (d, J = 
8.3 Hz, 2H), 7.26 (dd, J = 7.8, 7.8 Hz, 1H), 7.25 (d, J = 8.2 Hz, 2H), 6.88-7.01 (m, 
3H), 5. 10 (s, 2H), 3.83 (s, 2 H), 3. 10 (s, 2H), 2.63 (t, J = 7.4 Hz, 2H), 1.68 (tq, J = 
7.4, 7.4 Hz, 2H), 0.97 (t, J = 7.4 Hz, 3H) 0 
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mm (25) 

2- (3- (4- (t' , Jy>-4-^i') 7z-W F^y) 7x^iMf^ 



TLC : Rf 0.47(^nn*;l/A : ^ ^y-;U=5 : 1) ; 

NMR (CDC1 3 + 17 drops of CD3OD) : S 8.53 (d, J = 5.8 Hz, 2H), 7.61 (d, J = 8.0 

Hz, 2H), 7.49-7.52 (m, 4H), 7.18 (dd, J = 7.7, 7.7 Hz, 1H), 6.80-6.95 (m, 3H), 5.07 
10 (s, 2H), 3.76 (s, 2H), 3.02 (s, 2H)o 

mmm (2 (?) 

2- (3- (4- (tf 'j V >-3 -<i)V) 7i-Wl>+v) 7x-Jl/^f^ 



TLC : Rf 0.44(^0 ufrA/A \ * ?y~)V= 5 ! 1) ; 

NMR (DMSO-d 6 ) : 5 8.88 (d, J = 1.5 Hz, 1H), 8.56 (dd, J = 4.8, 1.5 Hz, 1H), 8.05 



5 




15 




N 
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(m, 1H), 7.72 (d, J = 8.0 Hz, 2H), 7.54 (d, J = 8.0 Hz, 2H), 7.48 (m, 1H), 7. 19 (dd, J 
= 8.0, 8.0 Hz, 1H), 6.86-6.9 9 (m, 3H), 5.11 (s, 2H), 3.73 (s, 2H), 2.99 (s, 2H)o 

mm (2 7) 

5 2- (3- (4- (1, Z-Vjr^Jyyy-S-AM 7x-;M^y) 




10 TLC : Rf 0.28 (r^nn^;i/A : ^ ^y-;u= i o : l) ; 

NMR (CDC1 3 ) : 8 7.53 (d, J = 8. 1 Hz, 2H), 7.47 (d, J = 8. 1 Hz, 2H), 7.26 (dd, J = 
7.8, 7.8 Hz, 1H), 6.86-7.07 (m, 6H), 6.00 (s, 2H), 5.09 (s, 2H), 3.83 (s, 2H), 3.10 (s, 
2H) 0 

15 gfifcfl)l2 (2 8) 

2- (3- (4- (fefv Vy-2 -Jib) 7x^;mk-» 7x-;i/pt^;w 
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10 



15 



TLC : Rf 0.50(^nn,-h;i/A ; ^ ^y-;i/= 1 0 : 1) ; 

NMR (CDQ 3 +3 drops of CD3OD) : 8 8.64 (ddd, J = 5.0, 1.6, 1.4 Hz, 1H), 7.90 (d, 

J = 8.6 Hz, 2H), 7.67-7.82 (m, 2H), 7.51 (d, J = 8.6 Hz, 2H), 7.18-7.29 (m, 2H), 
6.84-6.94 (m, 3H), 5.13 (s, 2H), 3 .77 (s, 2H), 3.00 (s, 2H) 0 

mm (2 9) 

2- (5- (Vf7i-^-4--f;i/^ h^rv) - 2 h n 7i^)M l-frf- 
*) ft® 



TLC : Rf 0.40 do*m : * ? S-)U= 1 o : 1) ; 

NMR (CDCI3) : S 8. 16 (d, J = 9.0 Hz, 1H), 7.56-7.65 (m, 4H), 7.32-7.51 (m, 5H), 

7.04 (d, J = 2.8 Hz, 1H), 6.99 (dd, J = 9.0, 2.8 Hz, 1H), 5.21 (s, 2H), 4.25 (s, 2H), 
3.09 (s, 2H) 0 

mmm2 (3 0) 

2- (3- (tT7i-;i/-4-^ -4--fD7x-;MW 
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0 2 N 



OH 



tlc : Rf 0.25(?nn*;uA : > ?/-;w= 1 0 : 1); 

NMR (CDC1 3 ) : 8 7.85 (d, J = 8.4 Hz, 1H), 7.35-7.64 (m, 9H), 7.17 (d, J = 1.6 Hz, 
5 1H), 7.00 (dd, J « 8.4, 1.6 Hz, 1H), 5.29 (s, 2H), 3.84 (s, 2H), 3.03 (s, 2H) 0 

g*fcfrl2 (3 1) 

2- (3- (4- (1, 3 -v**-»M >y>-4 -A )V) 7i-JM h^y) 



TLC : Rf 0.35(^an*;UA : ^^y-;U=l 0 : 1); 

NMR (CDCI3) : $ 7.73 (d, J = 8.5 Hz, 2H), 7.50 (d, J = 8.5 Hz, 2H), 7.25 (dd, J = 
15 8.0, 8.0Hz, 1H), 6.80-7.08 (m, 6H), 6.01 (s, 2H), 5. 11 (s, 2H), 3.82 (s, 2H), 3.08 (s, 
2H) 0 

mm.M2 (3 2) 

2- (3- (2-7x-)l/f77-;V-4-^;M Ky) 7x-JMf;i/f 
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5 TLC : Rf 0.42 (9 O D : > 9 J 1 0 : 1 ) \ 

NMR (CDC1 3 ) : 8 8.80 (brs, 1H), 7.90-7.96 (m, 2H), 7.40-7.45 (m, 3H), 7.32 (s, 
1H), 7.25 (dd, J = 7.8, 7.8 Hz, 1H), 6.89-7.03 (m, 3H), 5.27 (s, 2H), 3.82 (s, 2H), 
3.09 (s, 2H) 0 

10 mm (3 3) 

2- (3- (2- (5-^-^-2- (4->Wx-</) **W-)l<- 




TLC : Rf 0.42 DD*H : ;* ^/-;u= 10! 1) I 

NMR (CDCI3) : S 7.86 (d, J = 8.0 Hz, 2H), 7.25-7.17 (m, 3H), 7.07 (s, 1H), 6.88 
(d, J = 7.8 Hz, 1H), 6.80 (dd, J =8.0, 1.4 Hz, 1H), 4.29 (t, J = 7.7 Hz, 2H), 3.87 (s, 
2H), 3.18 (s, 2H), 2.96 (t, J = 7.7 Hz, 2H), 2.39 (s, 3H), 2.37 (s, 3H) C 

mm (3 4) 

2- (3- (2- (2-7x^f7V-jl,-4 — f;U) ih*v) 7i-)P 
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TLC : Rf 0.46(*nn*;i/A : * ?;-)V= 1 0 : 1) ; 
5 NMR (CDQ 3 ) : S 7.90-7.95 (m, 2H), 7.39-7.46 (m, 3H), 7.23 (dd, J = 7.8, 7.8 Hz, 

1H), 7.08 (s, 1H), 6.81-6.98 (m, 3H), 4.38 (t, J = 7.0 Hz, 2H), 3.83 (s, 2H), 3.30 (t, J 
= 7.0 Hz, 2H),3.12 (s, 2H ) G 

mm (3 5) 

10 2- (3- (2- ( 5 -> 2 - (4 — h 'J 7Jl/tn^f;l'7x-)l') * 
^V-)V-A-4)V) X^y) 7i-JMfWt) gfc® 




15 TLC : Rf 0.27 n \ } *? S — ;i/= 10 I 1 ) ; 

NMR (CDC1 3 ) : 8 8.09 (d, J = 9.0 Hz, 2H), 7.70 (d, J = 9.0 Hz, 2H), 7.22 - 6.79 

(m, 4H), 4.29 (t, J = 7.5 Hz, 2H), 3.86 (s, 2H), 3. 17 (s, 2H), 2.99 (t, J - 7.5 Hz, 2H), 
2.42 (s, 3H) 0 

20 gfifcffll2 (3 6) 

2- (3- (2- (2-7x-;^W-;i'-4-'f;V) xb^y) 7xx 
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TLC : Rf 0.34(^nn*;i/i. : ^ ^y-;u= l 0 : 1) ; 

NMR (CDCI3) : S 7.99-8.04 (m, 2H), 7.58 (s, 1H), 7.42-7.47 (m, 3H), 7.23 (dd, J 
5 = 7.7, 7.7 Hz, 1H), 6.89-6.95 (m, 2H), 6.83 (dd, J = 7.7, 2.5 Hz, 1H), 4.30 (t, J = 7. 1 
Hz, 2H), 3.84 (s, 2H), 3.14 (s, 2H), 3.08 (t, J = 7.1 Hz, 2H) C 

mm (3 7) 

2- (3- (2- (5-^^-2- (4-7Wn7x-)b) **-9-y*-;u 
10 -4-4 fr) ^b^v) 7x-;MfW) 




TLC : Rf 0.39(*nn*;l/A : * = 1 0 I 1) ; 

15 NMR(CDC1 3 ): d 7.97 (dd, J = 8.8, 5.2 Hz, 2H), 7.24-7.07 (m, 3H), 6.97 (m, 1H), 
6.89 (d, J = 7.6 Hz, 1H), 6.79 (dd, J = 8.0, 1.8 Hz, 1H), 4.25 (t, J = 7.1 Hz, 2H), 
3.82 (s, 2H), 3.13 (s, 2H), 2.9 7 (t, J = 7.1 Hz, 2H), 2.37 (s, 3H) 0 

(3 8) 

20 2 - (3 - (2- (5 2- (1, >r>-s-4 )l>) 
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TLC : Rf 0.30(>nn*;l/£ : l 0 : 1) ; 

NMR (CDC1 3 ) : 3 7.53 (d, J = 8.4 Hz, 1H), 7.44 (d, J = 2.0 Hz, 1H), 7.21 (t, J = 
5 7.9 Hz, 1H), 7.05 (s, 1H), 6.90-6.78 (m, 3H), 6.02 (s, 2H), 4.27 (t, J = 7.4 Hz, 2H), 
3.87 (s, 2H), 3.18 (s, 2H), 2,95 (t, J = 7.4 Hz, 2H), 2.36 (s, 3H) 0 

^tikm 2 (39) 

5- (3- (3- (5-^f^-2-7x-Jl/t^rtV*-^-4-^;i') 7*a 
10 7i^)v) ^ytv^ 




TLC : Rf 0.63 (?nn*;l/A ; J j?;-)\,= 9 ; 1) ; 
15 NMR (CDCI3) : 8 8.05 -7.95 (m, 2H), 7.50-7.40 (m, 3H), 7. 15 (m, 1H), 6. 80-6.70 

(m, 3H), 4.00 (t, J = 6 Hz, 2H), 2.75 (t, J = 7 Hz, 2H), 2.60 (m, 2H), 2.35 (m, 2H), 
2.30 (s, 3H), 2.15 (m, 2H), 1.75-1.60 (m, 4H) e 

mm UP) 

20 2 - (3 - (2 - (5-*f-/U-2- (4-^DD7i-^) 
4-4 )V) x^^y) 7i-Wf;i/ft) gfc$ 
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tlc : Rf o.29(^nn*;wA : * i o : l) ; 

NMR (CDC1 3 ) : S 7.92 (d, J = 8.8 Hz, 2H), 7.41 (d, J = 8.8 Hz, 2H), 7.21 (t, J = 
5 7.9 Hz, 1H), 7.02 (m, 1H), 6 89 (d, J = 8.0 Hz, 1H), 6.81 (d, J = 8.0 Hz, 1H), 4.27 (t, 
J = 7.8 Hz, 2H), 3 86 (s, 2H), 3.16 (s, 2H) , 2.97 (t, J = 7.8 Hz, 2H), 2 39 (s, 3H) 0 

2- (3- (5-*^-2-7x-;U**-9-y-;U-4->l'Jl'> 7 
10 x-;wjrf^i/^*) &m 




TLC : Rf 0.37(*nn*jUA : J 9 ;-)],= 9 : 1) ; 
15 NMR (CDCI3) : S 8.05 -7.95 (m, 2H), 7.50-7.40 (m, 3H), 7.25 (dd, J = 7.5, 7.5 Hz, 
1H), 7.05 (m, 1H), 6.95-6.85 (m, 2H), 5.05 (s, 2H), 3.80 (s, 2H), 3.15 (s, 2H), 2.45 
(s, 3H) 0 

m m 2 (4 2) 

20 2 - (3 - (3 - (5 2 -7ii*tH7-Jl'-4 -4 fr) ~fu 
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TLC : Rf 0.42(^nn^;i/A : ^y-;i/=9 : 1) ; 

NMR (CDCI3) : S 8.00 -7.90 (m, 2H), 7.45-7.40 (m, 3H), 7.25 (dd, J = 8, 8 Hz, 

5 1H), 6.95-6.85 (m, 2H), 6.80 (m, 1H), 4.15 (t, J = 6.5 Hz, 2H), 3.85 (s, 2H), 3. 10 (s, 
2H), 2.65 (t, J - 7.5 Hz, 2H), 2.30 (s, 3H), 2.10 (m, 2H) 0 

mm (4 3) 

2- (3- (2- (5-^f^-2-7x-;l/t^tV-^-4-^^) ib 
10 *v) 7x-;i/) -2-^f)l'7'D/08 




tlc : Rf 0.51 (?no*;i/A : ^ ? y-)U= 1 o : l) ; 

15 NMR (CDCI3) : $ 7.96-8.01 (m, 2H), 7.40-7.45 (m, 3H), 7.22 (dd, J = 8.0, 8.0 Hz, 
1H), 6.92-6.98 (m, 2H), 6.78 (m, 1H), 4.22 (t, J = 6.6 Hz, 2H), 2.98 (t, J = 6.6 Hz, 
2H), 2.36 (s, 3H), 1.57 (s, 6H ) 0 

Wmi (4 4) 

20 2- (3- (2- (5-^f-;u-2- (2-^f^7x^;i/) 
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TLC : Rf 0.38(^nn*;l/A : >^/-;w= 1 o : 1) ; 

NMR (CDC1 3 ) : S 7.89 (m, 1H), 7.33-7. 17 (m, 4H), 6.99-6.79 (m, 3H), 4.29 (t, J = 
5 7.2 Hz, 2H), 3.83 (s, 2H), 3.12 (s, 2H), 2.99 (t, J = 7.2 Hz, 2H), 2.61 (s, 3H), 2.39 (s, 
3H) 0 

2- (3- (2- (5 2 - (3 -^f-;^7x-;u) **^v*-;P- 

10 4--Ol/) Xf^y) Vx^iMfWi) ffc$ 




TLC : Rf 0.39(?an*/l/A : > = 10:1); 

15 NMR (CDCI3) : S 7.79 (m, 2H), 7.37-7. 17 (m, 3H), 7.03 (m, 1H), 6.88 (d, J = 7.4 
Hz, 1H), 6.81 (m, 1H), 4.28 (t, J = 7.2 Hz, 2H), 3.86 (s, 2H), 3. 16 (s, 2H), 2.98 (t, J 
= 7.2 Hz, 2H), 2.40 (s, 3H), 2.39 (s, 3H) 0 

mm (4 6) 

20 2 - (3 - (2 - (5 2 - (4-^^fy7x;^) 

-4-4)1) x^-» 71 Wffit 
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TLC : Rf 0.43(?nn*;UA : * $;-)\,= 1 0 : 1) ; 

NMR (CDa 3 ) : 8 7.92 (d, J = 9.0 Hz, 2H), 7.20 (dd, J = 7.9, 7.9 Hz, 1H), 7.05 (m, 
5 1H), 6.95 (d, J = 9.0 Hz, 2H), 6.78-6.90 (m, 2H), 4.27 (t, J - 7.4 Hz, 2H), 3.86 (s, 
2H), 3.85 (s, 3H), 3.17 (s, 2H), 2.96 (t, J = 7.4 Hz, 2H), 2.36 (s, 3H) C 

*M W2 (4 7) 

2- (3- (2- (5-*f-*-2- (4--(>D7i-iP) **^V-)i<- 
10 4 — f 71^) x^y) 7x-JMWt) 




tlc : Rf o.48(^od^;ua : > ^y-;i/=9 : 1) ; 

15 NMR(CDC1 3 ): 8 8.29 (d, J = 9.0Hz, 2H), 8.13 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 

8.0, 8.0 Hz, 1H), 6.88-6.94 (m, 2H), 6.80 (dd, J = 8.0, 1.6 Hz, 1H), 4.27 (t, J = 6.5 
Hz, 2H), 3.82 (s, 2H), 3.13 (s, 2H), 3.00 (t, J = 6.5 Hz, 2H), 2.43 (s, 3H) C 

mm 

20 2 - (3 - (2 - (5->f;V-2-7x-^ny-^-4-'f;i/) xf 
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TLC : Rf 0.26(?nn*;i/A : * ? J : fc= 1 0 o : 1 o : 1 ) ; 
NMR (CDCI3) : S 7.95-8.00 (m, 2H), 7.41-7.47 (m, 3H), 6.93 (m, 1H), 6.89 (m, 
5 1H), 6.81 (dd, J = 2.0, 2.0 Hz, 1H), 4.27 (t, J = 7.2 Hz, 2H), 3.81 (s, 2H), 3. 17 (s, 
2H), 2.97 (t, J = 7.2 Hz, 2H), 2. 39 (s, 3H) C 

mm (4 9) 

2- (3- (2- (5->f^-2-7i-;^^t7-;i/-4-^;V) J-h 
10 *v) -2-^f^7x-JV>Wt) gfc$ 




TLC : Rf 0.29 (?nn*^A : * 9 ; 10: 1) ; 
15 NMR (GDCI3) : S 8.00-7.95 (m, 2H), 7.45-7.40 (m, 3H), 7.06 (t, J = 8.0 Hz, 1H), 
6.85-6.78 (m, 2H), 4.23 (t, J = 6.5 Hz, 2H), 3.84 (s, 2H), 3.13 (s, 2H), 3.01 (t, J = 
6.5 Hz, 2H), 2.38 (s, 3H), 2.22 (s, 3H) 0 

MMLZ (5 0) 

20 2 - (1— (3 - (2 — (5-^fJl'-2-7x-Wt , /-/l/-4 — ( )V) 
x^y) 7x-;i/) xf;i/ft) m& 
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TLC-.Rf 0.38(^nn*;i/i, : ^ ^y-;l/= l 0 : 1) ; 

NMR (CDC1 3 ) : S 8.00-7.94 (m, 2H), 7.46-7.39 (m, 3H), 7.23 (t, J = 7.8 Hz, 1H), 
5 7.01 (brs, 1H), 6.93 (brd, J = 8.0 Hz, 1H), 6.83-6.78 (m, 1H), 4.27 (t, J = 7.2 Hz, 
2H), 4.18 (q, J =7.0 Hz, 1H), 3.06 (d, J = 15.6 Hz, 1H), 3.04(d, J = 15.6 Hz, 1H), 
2.96 (t, J = 7.2 Hz, 2H), 2.38 (s, 3H), 1.58 (d, J « 7.0 Hz, 3H) C 

10 2- (3- (2- (5-^f^-2-7xiJVtW-;i/-4-'f;V) -1 




15 TLC : Rf 0.37 D n*;UA : * ? J -;U= 1 0 : 1 ) ; 

NMR (CDCI3) : d 8.00-7.94 (m, 2H), 7.45-7.38 (m, 3H), 7. 18 (t, J = 7.2 Hz, 1H), 
7.04 (brs, 1H), 6.89-6.77 (m, 2H), 4.77 (m, 1H), 3.83 (s, 2H), 3. 16 (d, J = 15.0 Hz, 
1H), 3.10 (d, J = 15.0 Hz 1H), 3.01 (dd, J = 14 .2, 5.4 Hz, 1H), 2.63 (dd, J = 14.2, 
7.8 Hz, 1H), 2.35 (s, 3H), 1.34 (d, J = 6.2 Hz, 3H) 0 

20 

mifoM 2 (52) 

2- (3- (2- ( 5 - F 'J 7 1 n ^ 2 - 7 x - ;i/ 1 + 1 V- ;v - 4 
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TLC : Rf 0.23(^nn*;UA : * ? ;-)V=2 0 : 1) ; 
5 NMR (CDC1 3 ) : 8 8. 10-8.01 (m, 2H), 7.58-7.42 (m, 3H), 7.22 (t, J = 8.0Hz, 1H), 
6.96-6.87 (m, 2H), 6.81 (m, 1H), 4.31 (t, J = 7.0 Hz, 2H), 3.81 (s, 2H), 3.20 (t, J = 
7.0 Hz, 2H), 3.10 (s, 2H)„ 

(5 3) 

10 2- (3- (2- (5-^f^-2-7x-J^+ty-;i'-4-^l/) 7*n 




15 TLC : Rf 0.38 (^-fr > : IMfctf-A'- 1 : 3); 

NMR (CDCI3) : 8 8.00-7.91 (m, 2H), 7.38-7.33 (m, 3H), 7.06 (t, J = 8.0 Hz, 1H), 
6.83-6.67 (m, 3H), 4.18-3.94 (m, 2H), 3.67 (s, 2H), 3.15 (m, 1H), 3.08 (s, 2H), 2.31 
(s, 3H), 1.34 (d, J = 7.0 Hz, 3H) 0 

20 mmm (54) 

2- (3- (2- (5-^f^-2-7x-;l/t^tV-^-4-^^) -X. b 
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TLC :Rf 0.37(*nn*;UA : * ?y-)\s= l 0 : 1) ; 

NMR (CD3OD) : S 7.98-7.93 (m, 2H), 7.50-7.41 (m, 3H), 7. 15 (t, J = 7.8 Hz, 1H), 

5 6.94-6.86 (m, 2H), 6.76 (m, 1H), 4.24 (t, J = 6.6 Hz, 2H), 3.73 (d, J = 13.2 Hz, 1H), 
3.72 (d, 13.2 Hz, 1H) 3.27 (q, J = 7.0 Hz, 1H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H), 
1.34 (d, J = 7.0 Hz, 3H) 0 

Mm 2 (55) 

10 2- (3- (2- (5 f-^- 2 - (4-xf^7x-)l/) *^y_;i,_ 




15 tlc : Rf o.33 ^dd*h=i : 10: 100); 

NMR (CDCI3) : S 7.88 (d, J = 8.5 Hz, 2H), 7.26 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
8.0, 8.0 Hz, 1H), 7.01 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 
2.5 Hz, 1H), 4.26 (t, J = 7.0 Hz, 2H), 3.8 4 (s, 2H), 3.15 (s, 2H), 2.97 (t, J = 7.0 Hz, 
2H), 2.68 (q, J = 7.5 Hz, 2H), 2.37 (s, 3H), 1.25 (t, J = 7.5 Hz, 3H) Q 

20 

2- (3- (2- (5 -^f-^-2 - (2, 2-5^7^*0-1, 3-vt + 
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**) ft® 




F 



5 TLC : Rf 0.31 : * 9 S - )V \ ^no*K = 1 : 10 : 100); 

NMR (CDC1 3 ) : S 7.75 (dd, J = 8.5, 2.0 Hz, 1H), 7.69 (d, J = 2.0 Hz, 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 7. 11 (d, J = 8.5 Hz, 1H), 6.96 (d, J = 2.5 Hz, 1H), 6.89 (d, 
J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.5 Hz, 1 H), 4.25 (t, J = 7.0 Hz, 2H), 3.83 (s, 2H), 
3.14 (s, 2H), 2.97 (t, J = 7.0 Hz, 2H), 2.38 (s, 3H) 0 

10 

2- (3- (2- (5-^f-^-2- (4-^nvf;l/7i-A/) t^W-fr 



15 




TLC : Rf 0.50 (7K '. * 9 J -fr '. ^DD*H= 1 : 10: 100)1 
NMR (CDCI3) : $ 7.88 (d, J = 8.5 Hz, 2H), 7.24 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
8.0, 8.0 Hz, 1H), 7.02 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 
20 2.5 Hz, 1H), 4.27 (t, J = 7.5 Hz, 2H), 3.8 5 (s, 2H), 3. 16 (s, 2H), 2.97 (t, J = 7.5 Hz, 
2H), 2.62 (t, J = 7.5 Hz, 2H), 2.37 (s, 3H), 1.65 (m, 2H), 0.94 (t, J = 7.5 Hz, 3H) 0 
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mm (5 8) 

2- (3- (2- (5-*?)l>-2 - vynif;U7i-;u) 



5 




TLC : Rf 0.53 I ^ * ^ -fr : ? n n A = 1 : 10 : 100); 
NMR (CDC1 3 ) : 5 7.89 (d, J = 8.0 Hz, 2H), 7.29 (d, J = 8.0 Hz, 2H), 7.21 (dd, J = 
8.0, 8.0 Hz, 1H), 7.06 (d, J = 2.5 Hz, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.81 (dd, J = 8.0, 
10 2.5 Hz, 1H), 4.28 (t, J = 7.5 Hz, 2H), 3.8 7 (s, 2H), 3. 17 (s, 2H), 2.97 (t, J = 7.5 Hz, 
2H), 2.94 (m, 1H), 2.38 (s, 3H), 1.26 (d, J = 7.0 Hz, 6H) 0 

MM!! (5 9) 

2- (3- (2- {S-tTJV-Z - 7i-WV-;i/-4 ->f A/) .x h * 
15 v) 7i-WfW)'ftl 




TLC : Rf 0.32 n D A : ^ ? J ~)V= 1 0 ! 1 ) ; 
20 NMR (CDCI3) : a 7.88-7.82 (m, 2H), 7.45-7.34 (m, 3H), 7.21 (t, J = 7.8 Hz, 1H), 
6.98 (m, 1H), 6.92-6.77 (m, 2H), 4.33 (t, J = 7.2 Hz, 2H), 3.83 (s, 2H), 3.20 (t, J » 
7.2 Hz, 2H), 3.12 (s, 2H), 2.47 (s, 3H) 0 
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mm (so 

2- (3- (2- (5 -^f-;u- 2 - (4-W7x-;i/) **-9-y'-;i>- 




5 HaC 

tlc : Rf o.43(^no^;i/A : ^ ^y-;i/=9 : 1) ; 

NMR (CDCI3) : 8 7.85 (d, J = 7 Hz, 2H), 7.30-7.05 (m, 3H), 7.05 (brs, 1H), 6.90- 

6.75 (m, 2H), 4.30 (t, J = 8 Hz, 2H), 3.85 (s, 2H), 3.20 (s, 2H), 2.95 (t, J = 8 Hz, 2H), 
10 2.60 (t, J = 8 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.35 (m, 2H), 0.95 (t, J = 7 Hz, 
3H) 0 

•mm (6i) 

2- (3- (2- (5-if^-2-7x-^^ty-^-4-'f^) 
15 *v) 7x;;MfW) 8fc$ 




TLC : Rf 0.63(^DD^;Ui, ; J?y-)U=5 I 1); 
20 NMR (CDCI3) : S 7.96-8.01 (m, 2H), 7.40-7.47 (m, 3H), 7.21 (dd, J = 7.8, 7.8 Hz, 
1H), 7.04 (m, 1H), 6.88 (d, J = 7.8 Hz, 1H), 6.81 (dd, J = 7.8, 2.4 Hz, 1H), 4.28 (t, J 
= 7.5 Hz, 2H), 3.86 (s, 2H) , 3. 17 (s, 2H), 2.98 (t, J = 7.5 Hz, 2H), 2.75 (q, J = 7.4 
Hz, 2H), 1.31 (t, J = 7.4 Hz, 3H) C 
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2- (3- (2- (5 - (2, 3, 5, 6-fh77;l/tn-4 

-^f-;l/7x-;l/) **-9-y*-;i/-4-'f ;U) xF^rv) 7i-JMf^ft) 
5 Bfc$ 

F F 

TLC-.Rf 0.33(^nn*;l/A : ;-)\,= \ 5:1); 
10 NMR (CDC1 3 ) : S 7.21 (t, J = 7.8 Hz, 1H), 6.97-6.75 (m, 3H), 4.26 (t, J = 7.0 Hz, 
2H), 3.82 (s, 2H), 3.12 (s, 2H), 3.02 (t, J = 7.0 Hz, 2H), 2.42 (s, 3H), 2.33 (m, 3H) 0 

mm (63) 

2- (3- (2- (5-^^-2- (4-^>f^7i-;i/) ***tV*-)V 
15 -4->fn/) xKv) 7i-;Mf;^^) m& 




nxiRf 0.50 nn*w : ^ ? y-;i/= 9 : l) ; 

20 NMR (CDCI3) : 8 7.90 (d, J = 8 Hz, 2H), 7. 30-7. 15 (m, 3H), 7.05 (br. , 1H), 6.90- 
6.75 (m, 2H), 4.30 (t, J = 8 Hz, 2H), 3.90 (s, 2H), 3.20 (s, 2H), 3.00 (t, J = 8 Hz, 2H), 
2.65 (t, J = 8 Hz, 2H), 2.40 (s, 3H), 1.60 (m, 2H), 1.45-1.20 (m, 4H), 0.90 (t, J = 7 
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Hz, 3H)o 
^^12 (6 4) 

2- (3- (2- (5 f"^- 2 - (3-^0-4-^^71-^) :* 
5 ^^y-;i/-4-^;W xf^y) 7x;jmw*) 




TLC : Rf 0.63<*nn*A/A : **y-fl/=5 : 1) ; 
10 NMR (CDC1 3 ) : <J 7.95 (d, J = 1.8 Hz, 1H), 7.76 (dd, J = 8.0, 1.8 Hz, 1H), 7.29 (d, 
J = 8.0 Hz, 1H), 7.21 (dd, J = 7.8, 7.8 Hz, 1H), 6.99 (m, 1H), 6.89 (m, 1H), 6.80 (m, 
1H), 4.26 (t, J = 7.1 Hz, 2 H), 3.84 (s, 2H), 3. 15 (s, 2H), 2.97 (t, J = 7.1 Hz, 2H), 
2.40 (s, 3H), 2.38 (s, 3H) 0 

15 mm 2 (6 5) 

2- (3- (2- (5 2 - y^nA^v^tJfty*-;i/- 4 -4)i>) 




TLC : Rf 0.38(^nu*;PA : ^^7-;i/=9 ! l); 

NMR (CDCI3) : $ 7.20 (dd, J = 7.5, 7.5 Hz, lH), 7.05 (br. lH), 6.90-6.75 (m, 2H), 
4.20 (t, J = 8 Hz, 2H), 3.90 (s, 2H), 3.20 (s, 2H), 2.85 (t, J = 8 Hz, 2H), 2.25 (s, 3H), 
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2.10-1.20 (m, 10H) o 

2- (3- (2- (5 2 -v? o^*v;U:*^y-;i'- 4 -4 




TLC : Rf 0.22(^nn^;WA : ^ ^/-;i/= 1 0 : 1) ; 
NMR(CDC1 3 ) : 8 6.96 (m, 1H), 6.76-6.66 (m, 2H), 6.58 (m, 1H), 4.00 (m, 2H), 
10 3.48 (s, 2H), 3.07 (s, 2H), 2.74 (m, 2H), 2.62 (m, 1H), 2.15 (s, 3H), 2.01-1.89 (m, 
2H), 1.80-1.15 (m, 8H) 0 

2- (3- (2- (5 2 - (4- (2-^fii'7 , nf;i/) 7x-;l/) 
15 **-y-V-)\s-4 x^y) 7x-;Mf^ft) gfc$? 




TLC:Rf 0.44(^nn*;l/A : ^ ^y-;W=9 I 1) ; 
20 NMR (CDC1 3 ) : 8 7.90 (d, J = 7 Hz, 2H), 7.30-7. 15 (m, 3H), 7.05 (m, 1H), 6.95- 

6.75 (m, 2H), 4.25 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.20 (s, 2H), 3.00 (t, J = 7.5 Hz, 
2H), 2.50 (d, J = 8 Hz, 2H), 2.40 (s, 3H), 1.90 (m, 1H), 0.90 (d, J = 8 Hz, 6H) 0 
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mm (6 7) 

2- (3- (2- (5-*f-*-2- (4-t-7 , f^7x-^) 



5 




TLC : Rf 0.50(^nD^;i/A : ^ ^y-;U=9 : 1) ; 

NMR (CDC1 3 ) : 5 7.90 (d, J = 9 Hz, 2H), 7.45 (d, J = 9 Hz, 2H), 7.20 (dd, J = 8, 8 

Hz, 1H), 7.05 (br., 1H), 6.90-6.80 (m, 2H), 4.30 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 
10 3.20 (s, 2H), 3.00 (t, J = 7.5 Hz, 2H), 2.40 (s, 3H), 1.35 (s, 9H) 0 

%m m (6 8) 

2- (3- (2- (5-*T)l- 2 - (4->^DA^y)l,7x-)l/) 




TLC : Rf 0.65(^OD^;l/A : p« ^y-;i/=9 ! 1) ; 

NMR (CDCI3) : 5 7.89 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
20 8.0, 8.0 Hz, 1H), 7.03 (m, 1H), 6.88 (d, J = 8.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.2 Hz, 
1H), 4.27 (t, J = 7.5 Hz, 2H) , 3.85 (s, 2H), 3.16 (s, 2H), 2.97 (t, J = 7.5 Hz, 2H), 
2.53 (m, 1H), 2.37 (s, 3H), 1.70-1.90 (m, 4H), 1.20-1.52 (m, 6H) 0 
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mmM2 (6 9) 

2- (3- (5-^^-2- (1, 3 -v**-*M yyy-S -4)V) 



5 




TLC:Rf o.40(*nn*;i/A : ^ ?y-;i/= l o : 1) ; 

NMR (CDC1 3 ) : 5 7.54 (dd, J = 8.0, 1.8 Hz, 1H), 7.46 (d, J = 1.8 Hz, 1H), 7.21 (d, 
J = 8.0 Hz, 1H), 7.07-7.02 (m, 1H), 6.96-6.82 (m, 3H), 6.02 (s, 2H), 5.00 (s, 2H), 
10 3.78 (s, 2H), 3.1 1 (s, 2H), 2.42 (s, 3H) 0 

mm (70) 

2- (3- (5-^7-^-2- (4-4 V7n tf/U7x-;u) t^W-fr- 
4-4;i^ h*v) 7i-;Mf-fl'f-;i-) gfc& 




TLC : Rf 0.48(?nn*;i/£ : ^ ^y-;u= 1 0 : 1) ; 

NMR (CDCI3) : £ 7.92 (d, J = 8.5 Hz, 2H), 7.34-7. 17 (m, 3H), 7.08-7.03 (m, 1H), 
20 6.96-6.84 (m, 2H), 5.02 (s, 2H), 3.78 (s, 2H), 3.11 (s, 2H), 2.94 (sep., J = 7.0 Hz, 
1H), 2.44 (s, 3H), 1.26 (d, J = 7.0 Hz, 6 H) e 
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mm (7i) 

2- (3- (2- (4 -pff-^- 2-7x-W^rty-^- 5 --OP) x|« 



tlc : Rf o.38(^oD,t;i/A : >^y-ji/=i o : l); 

NMR (CDC1 3 ) : d 8.00-7.95 (m, 2H), 7.49-7.37 (m, 3H), 7.22 (t, J = 8.0 Hz, 1H), 
10 6.95-6.76 (m, 3H), 4.23 ft J = 7.0 Hz, 2H), 3.81 (s, 2H), 3.15 ft J = 7.0 Hz, 2H), 
3.10 (s, 2H), 2.22 (s, 3H) C 

£» H2 (72) 

2- (3- (2- (5-^^^-2- (3, 4-y^h^rv7x-;i/) 
15 7*-;U-4 ih^rv) 7xx;Mf^ft) 



H 3 c' \==/ O^CH 3 ° 

TLC :Rf 0.62(y*nn*;l/A : p{ ^y-;U=5 : 1) ; 
20 NMR (CDCI3) : S 7.57 (dd, J = 8.5, 2.0 Hz, 1H), 7.51 (d, J = 2.0 Hz 1H), 7.21 
(dd, J = 8.0, 8.0 Hz, 1H), 7.04 (m, 1H), 6.91 (d, J = 8.5 Hz, 1H), 6.78-6.90 (m, 2H), 
4.28 (t, J = 7.5 Hz, 2H), 3.95 (s, 3H), 3.93 (s, 3H), 3.86 (s, 2H), 3.16 (s, 2H), 2.96 (t, 
J = 7.5 Hz, 2H), 2.38 (s, 3H) 0 




H3C-O 




Or 
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mmm2 (73) 

2- (3- (2- (5 - (4- h V 7;Utn> Kv7x^) 

5 




TLC : Rf 0.39(^nn*;i/A : ^ ^y-;i/=9 ! 1) ; 

NMR (CDC1 3 ) : S 8.00 (d, J = 8 Hz, 2H), 7.30 (d, J = 8 Hz, 2H), 7.20 (dd, J = 7.5, 
10 7.5 Hz, 1H), 7.00 (br. 1H) 6.90 (d, J = 7.5 Hz, 1H), 6.80 (dd, J = 7.5, 7.5 Hz, 1 H), 
4.25 (t, J = 7 Hz, 2H), 3.85 (s, 2H), 3.15 (s, 2H), 3.00 (t, J = 7 Hz, 2H), 2.40 (s, 3H)o 

**«2 (7 4) 

2- (3- (2- (5-^^-2- (3, 4, 5 - h V * h*v7x-;P) 
15 ir*V- s /-fr-i-4*) xf+y) 7i-;Mf^ft) » 

H 3 C 
O 




TLC : Rf 0.39(*nn*;l/£ : p< 9 : i) ; 

20 NMR (CDCI3) : £ 7.25-7.15 (m, 3H), 7.05 (m, 1H), 6.90-6.75 (m, 2H), 4.25 (t, J = 
7.5 Hz, 2H), 3.95 (s, 6H), 3.90 (s, 3H), 3.85 (s, 2H), 3.15 (s, 2H), 2.95 (t, J = 7.5 Hz, 
2H), 2.40 (s, 3H) 0 
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mmi (75) 

2- (3- (2- (5 2- (4-^f;n:>7y>-i-^i') * 




TLC : Rf 0.26 (* : p< * / : ? n n A = 1 : 10: 100); 
NMR (CDC1 3 ) : 8 7. 14 (dd, J = 7.5, 7.5 Hz, 1H), 6.88 (d, J = 7.5 Hz, 1H), 6.73 
10 (dd, J = 7.5, 2.0 Hz, 1H), 6.70 (d, J = 2.0 Hz, 1H), 4.27 (t, J = 6.5 Hz, 2H), 3.78 (s, 
2H), 3.55 (t, J = 5.0 Hz, 4H), 3.14 (s, 2H), 2.90 (t, J « 6.5 Hz, 2H), 2.85 (t, J = 5.0 
Hz, 4H), 2.51 (s, 3H), 2.19 (s, 3H) 0 

mm LZJLl 

15 2- (3- (2- (5 2 - (4-^f;i'ft7x-^) **-**S- 




20 TLC : Rf 0.33 (tK \*9 J-fr \ ?nn*;UA = l : 10: 100); 

NMR (CDCI3) : S 7.88 (d, J = 8.5 Hz, 2H), 7.27 (d, J = 8.5 Hz, 2H), 7.20 (dd, J = 
8.0, 8.0Hz, 1H), 7.03 (dd, J = 2.5, 2.0 Hz, 1H), 6.88 (ddd, J = 8.0, 2.0, 1.0 Hz, 1H), 
6.80 (ddd, J = 8.0, 2.5, 1.0 Hz, 1H), 4.27 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3. 16 (s, 
2H), 2.96 (t, J = 7.5 Hz, 2H), 2.51 (s, 3H), 2.37 (s, 3H) 0 
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^mm 2(77) 

2- (3- (2- (5-*+*- 2- (fcf'J 5»-2— f*) ^^-9-V-;U- 




TLC:Rf 0.55(^nn*;i/^ : ^^y-;i/=5 : 1) ; 

NMR (CDC1 3 ) : 8 8.77 (ddd, J = 4.9, 1.8, 0.8 Hz, 1H), 8.04 (ddd, J = 8.0, 1.2, 0.8 

10 Hz, 1H), 7.84 (ddd, J = 8.0, 7.6, 1.8 Hz, 1H), 7.38 (ddd, J = 7.6, 4.9, 1.2 Hz, 1H), 
7.23 (dd, J = 7.8, 7.8 Hz, 1 H), 7.10 (m, 1H), 6.92 (m, 1H), 6.81 (m, 1H), 4.34 (t, J = 
7.0 Hz, 2H), 3.85 (s, 2H), 3.13 (s, 2H), 2.99 (t, J = 7.0 Hz, 2H), 2.42 (s, 3H) 0 



15 2- (3- (2- (5 -^;U-2- (ft7x>-2-^^) t^t/-il/ 
-4-4)1,) jch^v) Ifcg? 




20 TLC : Rf 0.52 (? n D ; y ? y -;]/= 5 : 1 ) | 

NMR (CDCI3) : 8 7.64 (dd, J = 3.6, 1.2 Hz, 1H), 7.39 (dd, J = 5.0, 1.2 Hz, 1H), 
7.20 (dd, J = 7.8, 7.8 Hz, 1H), 7.09 (dd, J = 5.0, 3.6 Hz 1H), 7.00 (m, 1H), 6.88 (m, 
1H), 6.80 (m, 1H), 4.25 (t, J= 7.4 Hz, 2H), 3.85 (s, 2H), 3.16 (s, 2H), 2.95 (t, J = 
7.4 Hz, 2H), 2.36 (s, 3H) D 
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mm (79) 

2- (3- (2- (5-p«f-;u-2- (3--Fo-4->f^7x-;P) * 




TLC : Rf 0.40(S^^^;W) ; 

NMR (CDC1 3 ) : $ 8.52 (s, 1H), 8.07 (d, J = 8.0 Hz, 1H), 7.39 (d, J = 8.0 Hz, 1H), 
10 7.18 (m, 1H), 6.70 - 7.00 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 3.1 1 (s, 2H), 
2.97 (t, J = 6.6 Hz, 2H), 2.61 (s, 3H), 2. 39 (s, 3H) 0 

^g"2 (8 0) 

2- (3- (2- (5 - (4->Vf^7^7i-il/) 




TLC : Rf 0.47 (tK I > 9 J —fr \ ^nn*W= 1110:100); 
20 NMR (CDCI3) : * 7.84 (d, J = 9.0 Hz, 2H), 7.20 (dd, J = 8.0, 8.0 Hz, 1H), 7. 11 
(dd, J = 2.0, 1.0 Hz, 1H), 6.87 (dd, J = 8.0, 1.0 Hz, 1H), 6.80 (dd, J = 8.0, 2.0 Hz, 
1H), 6.71 (d, J = 9.0 Hz, 2H), 4.29 (t, J = 8.0 Hz, 2H), 3.88 (s, 2H), 3.19 (s, 2H), 
3.02 (s, 6H), 2.94 (t, J = 8.0 Hz, 2H), 2.35 (s, 3H) e 

184 



WO 99/46232 



PCT/JP99/0U34 



2(8i) 

2- (3- (2- (5-*f-*-2-->*n*>f-A>**-frV-;i>-4-'f A/) 

5 




TLC : Rf 0.44(^nn*;i/A : ^ ^y-;i/=9 : 1) ; 

NMR (CDC1 3 ) : S 7.20 (dd, J = 7.5, 7.5 Hz, 1H), 7. 10 (br., 1H), 6.85 (d, J = 7.5 

10 Hz, 1H), 6.80 (dd, J = 7.5, 1.5 Hz, 1H), 4.20 (t, J = 7.5 Hz, 2H), 3.85 (s, 2H), 3.20 
(s, 2H), 3.15 (m, 1H), 2.85 (t, J = 7.5 Hz, 2H), 2.25 (s, 3H), 2.20-1.60 (m, 8H) Q 

If* (2- (3- (2- (5 - ^ f ^- 2 - y^ o^c>f ;i/t+^7-;l/ - 4 

15 




TLC : Rf 0.29(?on*;l/A : ^ *y-;i,= 10: 1); 

NMR (DMSO-d 6 ) : S 7.18 (t, J = 8.0 Hz, 1H), 6.88-6.72 (m, 3H), 4.09 (t, J = 6.8 
20 Hz, 2H), 3.69 (s, 2H), 3. 19-3.00 (m, 1H), 2.96 (s, 2H), 2.84 (s, 2H), 2.78 (t, J = 6.8 
Hz, 2H), 2.21 (s, 3H), 2.06-1.48 (m, 8H) Q 
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mm (8 2) 

2- (3- (2- (5-^f-^-2- 
4->f;u) Jih4rv) 7x-;W ffc$ 



5 




TLC : Rf 0.46(?no*;UA : p< ?y-;i/ = 10: 1) i 

NMR (CDC1 3 ) : <5 7.85 (d, J = 8.4 Hz, 2H), 7.27-7. 14 (m, 3H), 6. 89-6.75 (m, 3H), 
4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H), 2.35 (s, 
10 3H) 0 

mm (8 3) 

2- (3- (2- (5-^f-;u-2- (4-if;i'7x^;i') 

4-<l)l>) xf+y) 7x^*) 




TLC:Rf 0.54(^nn*;UA : *9S-)V=\ 0 : 1); 

NMR (CDCI3) : £ 7.88 (d, J = 8.2 Hz, 2H), 7.29-7. 15 (m, 3H), 6.89-6.75 (m, 3H), 
20 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.68 (q, J = 7.6 Hz, 
2H), 2.35 (s, 3H), 1.25 (t, J = 7.6 Hz, 3H) Q 

% flfe ffJ2 (8 4) 
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2- (3- (2- ( 5 2 - (4-yne;V7x-^) **-9-V-;u 




5 

TLC:Rf 0.57(^nD7h;WA : p< ^y-;i/= 1 o : 1) ; 

NMR (CDC1 3 ) : 5 7.87 (d, J = 8.2 Hz, 2H), 7.28-7. 15 (m, 3H), 6. 88-6.76 (m, 3H), 
4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.61 (t, J = 7.5 Hz, 
2H), 2.35 (s, 3H), 1.65 (sixtet, J = 7.5 Hz, 2H), 0.94 (t, J = 7.5 Hz, 3H) G 

0 

mm (8 5) 

2- (3 - (2- (5-if-;w-2- (4-^vynt>7x-;i/) t^V 



15 




TLC:Rf 0.52(?nn*;i>A : ;-)V = 10: 1) ; 

NMR (CDCI3) : 8 7.88 (d, J - 8.2 Hz, 2H), 7.32-7. 15 (m, 3H), 6.88-6.76 (m, 3H), 
4. 19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.93 (sept, J = 7.2 Hz, 
20 1 H), 1 .25 (d, J = 7.2 Hz, 6H) 0 

g*fcfl82 (8 6) 

2- (3- (2- (5-^f-;U-2- (4- (2-^fJl/7*D(i» 7x-*) 
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TLC : Rf 0.50(?no*;l/A : J 1 0 : 1) ; 

5 NMR (CDC1 3 ) : S 7.87 (d, J = 8.2 Hz, 2H), 7.26-7. 15 (m, 3H), 6. 89-6.76 (m, 3H), 
4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.50 (d, J = 7.0 Hz, 
2H), 2.35 (s, 3H), 1.88 (m, 1H ), 0.90 (d, J = 6.6 Hz, 6H) e 

mm L8JZJ 

10 2- (3- (2- (5 ->f-;U-2 - (4-t-7*f;i/7x^) 




15 TLC : Rf 0.44 n n : ? y -71/= 1 o : 1 ) ; 

NMR (CDCI3) : d 7.89 (d, J = 8.2 Hz, 2H), 7.43 (d, J = 8.2 Hz, 2H), 7.20 (t, J = 
8.0Hz, 1H), 6.89-6.76 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 
6.6 Hz, 2H), 2.35 (s, 3H), 1.33 (s, 9H)„ 

20 £MM 2(88) 

2- (3- (2- ( 5 - ^ f ^ - 2 - v ^ d t ^ft V'-;V- 4 ;P) 

x^y) 7x-;M f-;i>f-*) gfc$ 
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tlc : Rf 0.39 (*: ^00^=1 : i o : 1 o 0) ; 

NMR (CDQ 3 ) : 8 7.18 (dd, J = 8.0, 8.0 Hz, 1H), 7.00 (d, J = 2.5 Hz, 1H), 6.86 (d, 
5 J = 8.0 Hz, 1H), 6.77 (dd, J = 8.0, 2.5 Hz, 1H), 4.19 (t, J ■ 7.5 Hz, 2H), 3.83 (s, 2H), 
3.15 (s, 2H), 2.84 (t, J = 7.5 Hz, 2H), 2.22 (s, 3H), 2.06 (ra, 1H), 1.10-0.95 (m, 4H) Q 

mm 2 (8 9) 

2- (3- (2- (5 -^f-^-2 - (4- (1, 2, 3 -f7v77-;i/- 




15 TLC : Rf 0.30 o uftfUA * * J -)V = 1 0 I 1 ) ; 

NMR (CD3OD) : S 9.35 (d, J = 0.8 Hz, 1H), 8.24 (d, J = 8.2 Hz, 2H), 8. 1 1 (d, J = 
8.2 Hz, 2H), 7.20 (t, J = 7.6 Hz, 1H), 6.95-6.78 (m, 3H), 4.27 (t, J = 6.2 Hz, 2H), 
3.78 (s, 2H), 3.06 (s, 2H), 3.00 (t, J = 6.2 Hz , 2H), 2.41 (s, 3H) 0 

20 mmm L9_dj 

2- (3- (2- (5-^^)V- 2 - (4- (4-*f-)U-l. 2, 3-^7* 
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TLC : Rf 0.34(?nn*;VA : y?y-;b=i o : 1); 
5 NMR (CDC1 3 ) : 8 7.22 (t, J = 8.0 Hz, 1H), 6.95-6.74 (m, 3H), 4.24 (t, J = 6.2 Hz, 
2H), 3.81 (s, 2H), 3.11 (s, 2H), 3.02 (s, 3H), 2.99 (t, J = 6.2 Hz, 2H), 2.42 (s, 3H) G 

m mm (9 n 

2- (3- (2- (5 -^f-Jl'- 2 - (4-n+v7x^) 
10 X^y) 7x-^) gfc$ 




TLC : Rf 0.67 (?DD*H : y * y -;i/= 10: 1) ; 
15 NMR (CDCI3) : 3 7.90 (d, J = 9.0 Hz, 2H), 7.20 (t, J = 8.0 Hz, 1H), 6.93 (d, J = 
9.0 Hz, 2H), 6.89-6.76 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.84 (s, 3H), 3.59 (s, 2H), 
2.95 (t, J = 6.6 Hz, 2H), 2.34 ( s, 3H) 0 

IM2 (9 2) 

20 2 - (3 - (2 - (5 -^^-2 - (3, 4-y^+v7x^) 
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H 3 C 




CH 3 



TLC : Rf 0.54(?nn*;i/A : * ?y-)V= 1 o : 1) ; 

NMR (CDC1 3 + CD3OD) : 8 7.56 (dd, J = 8.2, 2.0 Hz, 1H), 7.51 (d, J = 2.0 Hz, 

5 1H), 7.22 (t, J = 8.0 Hz, 1H), 6.93 (d, J = 8.2 Hz, 1H), 6.90-6.77 (m, 3H), 4.22 (t, J 
= 6.6 Hz, 2H), 3.97 (s, 3H), 3.93 (s, 3H), 3.57 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.38 
(s, 3H) 0 

I 1IL2 (9 3) 

10 2- (3- (2- (5 - (1, 3-*j***m fr) 



15 TLC : Rf 0.53 D n#/UA : * ? J -;i/= 1 0 : 1 ) ; 

NMR (CDCI3) : 8 7.51 (dd, J = 8.2, 1.8 Hz, 1H), 7.43 (d, J = 1.8 Hz, 1H), 7.21 (t, 

J = 7.6 Hz, 1H), 6.89-6.76 (m, 4H), 6.00 ( s, 2H), 4. 19 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.94 (t, J = 6.6 Hz, 2H), 2.34 (s, 3H) Q 

20 •mmi 04) 

2- (3- (2- (5-*>f;U-2- (3, 4, 5 - h 'J ^ h * v7i-*) 
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TLC : Rf 0.47 nn*;VA : ^ ^ y-;p= 1 o : 1) ; 
5 NMR (CDa 3 ) : S 7.21 (t, J = 8.0 Hz, 1H), 7.20 (s, 2H), 6.89-6.76 (m, 3H), 4.21 (t, 
J = 6.6 Hz, 2H), 3.91 (s, 6H), 3.88 (s, 3H), 3.60 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 
2.38 (s, 3H) e 

•m m (95) 

10 2- (3- (2- (5 2 - (4- \>*)7fr*u* Ky7x^^) 




15 TLC : Rf 0.57 n o : * 5 / -;l/ = l 0 : 1 ) ; 

NMR (CDC1 3 ) : S 8.00 (d, J = 8.8 Hz, 2H), 7.30-7. 16 (m, 3H), 6.89-6.76 (m, 3H), 
4.21 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.37 (s, 3H) G 

mm (9fi) 

20 2 - (3 - (2 - (5 ->f-^-2- (2, 2-y'7Wo-l, 3-^** 
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F 



TLC : Rf 0.53 {?UU*)V& \ * ?;-)\,= 1 0 I 1) ; 
5 NMR (CDC1 3 ) : $ 7.74 (dd, J = 8.4, 1.5 Hz, 1H), 7.68 (d, J = 1.5 Hz, 1H), 7.22 

(dd, J = 9.4, 7.4 Hz, 1H), 7.09 (d, J = 8.4 Hz, 1H), 6.89-6.76 (m, 3H), 4.21 (t, J = 
6.6 Hz, 2H), 3.60 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2.36 (s, 3H) e 

mm (9 7) 

10 2- (3- (2- (5-*f-»-2- (4-h , J7WD>Wt7i-^) 




15 TLC : Rf 0.47 n D : * 9 J -)\s= 1 0 : 1 ) ; 

NMR (DMSO-d 6 ) : 8 8.02 (d, J = 8. 1Hz, 2H), 7.81 (d, J = 8. 1Hz, 2H), 7.20 (t, J = 

7.8Hz, 1H), 6.86-6.80 (m, 3H), 4.20 (t, J = 6.6Hz, 2H), 3.74 (s, 2H), 3.09 (s, 2H), 
2.94 (t, J = 6.6Hz, 2H), 2.37 (s, 3H) 0 

20 mm (9 8) 

2- (3- (2- (5 ->f-;W- 2 - (4-->7y 7x-;i/) t^ftv*-^- 
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TLC : Rf 0.24 I Wft&J^-n,= 1 : 1); 

5 NMR (CDQ3) : 8 8.08 (d, J = 8.0 Hz, 2H), 7.72 (d, J = 8.0 Hz, 2H), 7.22 (m, 1H), 

6.76-6.98 (m, 3H), 4.26 (t, J = 6.6 Hz, 2H), 3.83 (s, 2H), 3.13 (s, 2H), 2.99 (t, J = 
6.6 Hz, 2H), 2.42 (s, 3H)„ 

mm La_aj 

10 2- (3- (2- (5 -^f-^- 2 - (77>-2-'f^) **-9-V-;l/-4 




15 TLC : Rf 0.24 > : |fc$a:^;i/= l : l ) ; 

NMR (CDCI3) : 5 7.52 (m, 1H), 7.20 (m, 1H), 6.74-7.03 (m, 4H), 6.51 (dd, J = 
3.4, 1.6 Hz, 1H), 4.25 (t, J = 6.8 Hz, 2H), 3.82 (s, 2H), 3. 13 (s, 2H), 2.97 (t, J = 6.8 
Hz, 2H), 2.37 (s, 3H) 0 

20 3mai2 (10 0) 

2- (3- (5->fil'-2-7x^^tW-il'-4-'f^) * h^v) 
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HjC:Rf 0.31 (^nn*^^ : ^y-;u=8 : l) ; 

NMR (CDC1 3 ) : 8 8.00 (m, 2H), 7.42 (m, 3H), 7.24 (m, 1H), 6.85-6.98 (m, 3H), 
4.98 (s, 2H), 3.61 (s, 2H), 2.42 (s, 3H) 0 

mm (10 1) 

2- (3- (2- (5->fJl'-2-7x-;l/f7 , /-;i/-4-'f^) J- 
v) 7i-)P) 




TLC : Rf 0.43(^nn^;i,A ; ^ ^y-;l/=9 ! 1) ; 

NMR 0 : $ 7.89-7.81 (m, 2H), 7.46-7.34 (m, 3H), 7.26-7.16 (m, 1H), 6.87-6.78 
(m, 3H), 4.30 (t, J = 6.8 Hz, 2H), 3.59 (s, 2H), 3.18 (t, J = 6.8 Hz, 2H), 2.45 (s, 3H) e 

Hi 2 (10 2) 

2- (3- (3- (5-^f;V-2-7i-JPtH , /-;l'-4-'f;i/) 7n 
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tlc : Rf o.50(?nn*;wA : *?y-;u=8 : 1); 

NMR (CDCI3) : 8 7.97 (m, 2H), 7.41 (m, 3H), 7.22 (m, 1H), 6.74-6.92 (m, 3H), 
5 3.94 (t, J = 6.0 Hz, 2H), 3.61 (s, 2H), 2.68 (t, J = 7.0 Hz, 2H), 2.27 (s, 3H), 2.11 (m, 
2H)o 

mm (io3) 

2- (3- (2- (2-7x-;UtW-^-4->f;i/) x^y) 71; 

10 )v) 



TLC : Rf 0.39(^on^;WA : ^ ^y-;p=8 : 1) ; 
15 NMR (CDCI3) : S 8.01 (m, 2H), 7.55 (s, 1H), 7.43 (m, 3H), 7.23 (m, 1H), 6.85 (m, 
3H), 4.25 (t, J = 6.4 Hz, 2H), 3.60 (s, 2H), 3.07 (t, J = 6.4 Hz, 2H) Q 

*mm 2 (104) 

2- (3- (2- ( 5 f-;u- 2 - (4-v^DA^y;i/7x^P) 
20 V-)V- 4 -JlV) iRy) 71-il/) gfcg£ 
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TLC : Rf 0.62(^nn*;UA : ^ ^/-;i/=5 : 1) ; 

NMR (CDa 3 ) : 6 7.88 (d, J = 8.2 Hz, 2H), 7.25 (d, J = 8.2 Hz, 2H), 7.21 (m, 1H), 

5 6.78-6.87 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.52 (m, 1H), 2.35 (s, 3H), 1 .70-1.95 (m, 4H), 1.20-1.53 (m, 6H) 0 

mm H0 5) 

2- (3- (2- (5-^^-2- (3-^on-4-^f;l/7x^) * 




TLC : Rf 0.67 n D*;i/A I **/-;i/=5 \ 1); 
15 NMR (CDC1 3 ) : 8 7.95 (d, J = 1.7 Hz, 1H), 7.75 (dd, J = 8.0, 1.7 Hz, 1H), 7.27 (d, 
J = 8.0 Hz, 1H), 7.21 (m, 1H), 6.78-6.88 (m, 3H), 4.21 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.96 (t, J = 6.6 Hz, 2H ), 2.40 (s, 3H), 2.36 (s, 3H) 0 

Hi 2 (Iflfi) 

20 2 - (3 - (2 - (5 -**)l<-2 - (4-^W5;7x-;l/) t^f 
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TLC : Rf 0.55(^nn*;UA : ^ ^y-;l/=5 : 1) ; 

NMR (CDCI3) : S 7.83 (d, J = 9.0 Hz, 2H), 7.09 (dd, J = 8.0, 8.0 Hz, 1H), 6.76- 
6.87 (m, 3H), 6.70 (d, J = 9.0 Hz, 2H), 4. 18 (t, J = 6.8 Hz, 2H), 3.60 (s, 2H), 3.01 (s, 
6H), 2.94 (t, J = 6.8 Hz, 2H ), 2.32 (s, 3H)„ 

2- (3- (2- (5-xf^-2-7i-;Vt^ty-;i/-4-^fil/) x h 

**/) 7i-;i^) fts 




TLC : Rf 0.44(^nn*;UA : p«^y-;i/=8 : 1); 

NMR (CDCI3) : 6 7.97 (m, 2H), 7.41 (m, 3H), 7.20 (m, 1H), 6.82 (m, 3H), 4.20 (t, 
J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 2.73 (q, J = 7.6 Hz, 2H), 1.29 
(t, J = 7.6 Hz, 3H) 0 

2- (3- (2- (5-^^;i/-2- (4 -7f;V7xi;v) *^y_ ; t,_ 

4-4)V) x^y) 7x-;l/) 
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TLC:Rf 0.54(?uu*P& : ^ ?;-)V=S : 1) ; 

NMR (CDCI3) : S 7.87 (d, J = 8.2 Hz, 2H), 7.22 (d, J = 8.2 Hz, 2H), 7.14-7.28 (m, 

5 1H), 6.82 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.63 (t, J = 7.6 Hz, 2H), 2.34 (s, 3H), 1.61 (m, 2H), 1.35 (m, 2H), 0.92 (t, J = 7.2 Hz, 
3H) 0 

10 2- (3- (2- (5 -^f-^-2 - (4-^007x^)1/) jr^V-fr- 
x^y) 7x-;V) ft®? 




15 TLC :Rf 0.57 n n : * * y -;u= 8 : 1 ) ; 

NMR (CDQ 3 ) : £ 7.90 (d, J = 8.8 Hz, 2H), 7.38 (d, J = 8.8 Hz, 2H), 7. 16-7.28 (m, 
1H), 6.83 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.36 (s, 3H) 0 

20 mmm2 (i i o) 

2- (3- (2- (5->f-;U-2- (f*7x>-2-^f^) t^V-)V 
-4-4)1,) x^y) 7i-)P) gfc® 
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TLC : Rf 0.70 nn*W : * -;U = 5 : 1) ; 

NMR (CDC1 3 ) : $ 7.59 (dd, J = 3.6, 1.2 Hz, 1H), 7.36 (dd, J = 4.8, 1.2 Hz, 1H), 

5 7.21 (m, 1H), 7.07 (dd, J =4.8, 3.6 Hz, 1H), 6.77-6.87 (m, 3H), 4.20 (t, J = 6.6 Hz, 
2H), 3.60 (s, 2H), 2.95 (t, J = 6.6 Hz, 2H), 2. 34 (s, 3H) 0 

mm (1 1 1) 

2- (3- (2- (5 -^;u-2 - (7-7>-2->f;u) **^v-;u-4 

10 xF^y) 71^) gfc$ 




TLC : Rf 0.69(^no*;i/A : p< ^y-;U=5 : 1) ; 
15 NMR (CDCI3) : 8 7.51 (m, 1H), 7.21 (m, 1H), 6.93 (d, J = 3.5 Hz, 1H), 6.78-6.87 
(m, 3H), 6.50 (dd, J = 3.5, 1.9 Hz, 1H), 4.22 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.95 (t, 
J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

mm (1 1 2) 

20 2 - (3 - (2 - (5 -^f^U- 2 - (fefVv>-2 — f fr) ***V-A'- 
A-4)V) xh^rv) 7i-;u) gfc$ 
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TLC : Rf 0.67(^on*;UA : p{ ^y-;i/=5 : l) ; 

NMR (CDCI3) : S 8.71 (d, J = 4.8 Hz, 1H), 8.05 (d, J = 7.8 Hz, 1H), 7.79 (ddd, J 
5 =7.8, 7.8, 1.8 Hz, 1H), 7.32 (ddd, J = 7.8, 4.8, 1.8 Hz, 1H), 7.21 (dd, J = 7.8, 7.8 
Hz, 1H), 6.78-6.87 (m, 3H), 4 .26 (t, J = 6.8 Hz, 2H), 3.61 (s, 2H), 2.99 (t, J = 6.8 
Hz, 2H), 2.41 (s, 3H) 0 

%mM2 (1 1 3) 

10 2- (3- (2- (5-^;U-2- (2 -*1-)l<y j-^^y--^- 
^h^v) 7x^;i/) 




CH 3 



15 TLC : Rf 0.68 U u \ > ? J -;l/= 5 ! 1 ) ; 

NMR (CDCI3) : 8 7.90 (m, 1H), 7. 18-7.30 (m, 4H), 6.80-6.87 (m, 3H), 4.24 (t, J = 
6.7 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.7 Hz, 2H), 2.64 (s, 3H), 2.37 (s, 3H) Q 

20 2- (3- (2- (5->f-;i/-2 - (3-^^-)^yji-)U) *iir^/-;u- 

4--f;b) xh^ry) 7*-)V) 
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H 3 C 



TLC : Rf 0.71 (^DD*W : * ?S-)U=5 : 1) ; 

NMR (CDC1 3 ) : d 7.74-7.81 (m, 2H), 7. 17-7.35 (m, 3H), 6.78-6.87 (m, 3H), 4.21 
5 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.97 (t, J = 6.6 Hz, 2H), 2.39 (s, 3H), 2.36 (s, 3H) Q 

MMM 2 (115) 

2- (3- (2- (5-^-f;w-2- (4-h'J7Wn^fjl/7x-Jl/) * 
^ v r_ ; i / _4_ /f;U ) xh+y) 7x-^) mm 



TLC : Rf 0.54(^nn*;i//s : ^ ^y-;i/=8 : 1) ; 

NMR (CDCI3) : <5 8.08 (d, J = 8.0 Hz, 2H), 7.67 (d, J = 8.0 Hz, 2H), 7.17-7.24 (m, 

15 1H), 6.83 (m, 3H), 4.23 (t, J = 6.6 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.6 Hz, 2H), 
2.39 (s, 3H) 0 

ggfifcflg 2 (116) 



2- (3- (2- (5 -^f-^- 2 - (4-7^n7x-;i/) 
20 -4-'Ol') if+y) 7ol^;u) 
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CHg 



TLC:Rf 0.59(^nn*;i/A : ^ ^7-;U=8 ! 1) ; 

NMR (CDCI3) : S 7.95 (m, 2H), 7.03-7.26 (m, 3H), 6.83 (m, 3H), 4.20 (t, J = 6.6 
Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 2.35 (s, 3H) 0 

mm (117) 

2- (3- (2- (5-**JU-2- (4-v7;7i^) **W-)\<- 
4-4 )V) X^y) 7x-)l/) gfcgg 



tlc : Rf 0.52(^0 n : ^ ^y-;u= 9 : l) ; 

NMR (CDQ 3 ) : 6 8.06 (d, J = 8.6 Hz, 2H), 7.70 (d, J = 8.6 Hz, 2H), 7.22 (m, 1H), 

6.78-6.87 (m, 3H), 4.23 (t, J = 6.4 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.4 Hz, 2H), 
2.40 (s, 3H) 

(1 1 *) 

2- (3- (2- (5 -P«f-;U- 2 - (4-**fr-l, 2, 3-f7y'7V 
— ;U— 5 — ;U) **^V-;U-4 -4 )V) x^y) 7xx;p) gf=$ 
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TLC : Rf 0.54(^no*;l/A : p« ^y-;l/=9 : 1) ; 

NMR (CDCI3) : S 7.23 (m, 1H), 6.78-6.88 (m, 3H), 4.23 (t, J = 6.5 Hz, 2H), 3.60 
(s, 2H), 3.02 (s, 3H), 2.98 (t, J = 6.5 Hz, 2H), 2.40 (s, 3H) 0 

mm (119) 

2- (3- (2- (5 2- (2, 3, 5, 6-rl«77WD-4 




F F 



TLC:Rf 0.34(*nn#;W> : **y-;u=8 : 1); 

NMR (CDCI3) : 5 7.22 (m, 1H), 6.76-6.90 (m, 3H), 4.23 (t, J = 6.4 Hz, 2H), 3.60 
(s, 2H), 3.01 (t, J = 6.4 Hz, 2H), 2.40 (s, 3H), 2.33 (s, 3H) 0 

^mmi (120) 

2- (3- (2- (5 2 - (3--fn-4-^f;i/7xz;u) * 
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TLC-.Rf o.31(^dd*;i/A : ^^/-;u=8 : i); 

NMR (CDa 3 ) : $ 8.54 (d, J = 1.6 Hz, 1H), 8.08 (dd, J = 8.0, 1.6 Hz, 1H), 7.39 (d, 

5 J = 8.0Hz, 1H), 7.17 (m, 1H), 6.66-6.90 (m, 3H), 4.21 (t, J = 6.4 Hz, 2H), 3.59 (s, 
2H), 2.97 (t, J = 6.4 Hz, 2H), 2.63 (s, 3H), 2.39 (s, 3H)o 

MMLZ (1 2 1) 

2- (3- (2- (5-^f^-2-v^nA^y^t^tv'-;i/-4 — f ;u) 
10 ^b*v) 7i-^) m& 




TLC : Rf 0.44(^nn*;U^ : 9 : 1) ; 

15 NMR (CDC1 3 ) : 6 7. 19 (dd, J = 8.0, 8.0 Hz, 1H), 6.74-6.87 (m, 3H), 4. 10 (t, J = 
6.6 Hz, 2H), 3.59 (s, 2H), 2.85 (t, J = 6.6 Hz, 2H), 2.71 (m, 1H), 2.23 (s, 3H), 1.96- 
2.04 (m, 2H), 1.19-1.86 (m, 8H ) 0 

(12 2) 

20 2 - (3 - (2 - (5 -*f-A/-2 tr^O-f ;i/**-9-y-;P- 4 
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TLC : Rf 0.46(^no*;l/A : ^ ^y-;w=9 : 1) ; 

NMR (CDCI3) : 8 7. 19 (dd, J = 7.9, 7.9 Hz, 1H), 6.74-6.87 (m, 3H), 4. 1 1 (t, J = 
5 6.6 Hz, 2H), 3.59 (s, 2H), 3. 14 (m, 1H), 2. 86 (t, J = 6.6 Hz, 2H), 2.24 (s, 3H), 1.56- 
2.12 (m, 8H) 0 

(12 3) 

2- (3- (2- (5-^^-2 - (4-^>f^7x-;i/) fr^-fry-* 
10 -4--f;U) -xh*v) 7x-Jl/) gfc$ 




TLC : Rf 0.44(^nn*;l/A : ^ ^y-;l/=8 : 1) ; 
15 NMR(CDC1 3 ): <J 7.87 (d, J = 8.4 Hz, 2H), 7.22 (d, J = 8.4 Hz, 2H), 7.20 (m, 1H), 
6.75-6.90 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.62 (t, J =7.6 Hz, 2H), 2.35 (s, 3H), 1.62 (m, 2H), 1.23-1.44 (m, 4H), 0.89 (t, J = 
6.8 Hz, 3H) 0 

20 mmi (124) 

2- (3- (2- (5->f-^-2- (vfv v>-A -4 A?) Jr**rv-)\<- 
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TLC : Rf 0.36(^on*;UA : ^ ^7-;U=4 : 1) ; 

NMR (DMSO-d 6 ) : S 8.75 (d, J = 6 Hz, 2H), 7.80 (d, J = 6 Hz, 2H), 7.20 (dd, J = 
5 8, 8 Hz, 1H), 6.95-6.80 (m, 3H), 4.20 (t, J = 7 Hz, 2H), 3.75 (s, 2H), 3.05 (s, 2H), 
2.95 (t, J = 7 Hz, 2H), 2.40 (s, 3H) Q 

mmm (125) 

2- (3- (2- (5-^f-^-2- (fc'v v>-z-4)\s) 

10 Xh^fy) 7x-;U) 




TLC : Rf o.39(*nn#;uA : **y-;i/=9 : 1); 
15 NMR (DMSO-dg) : 8 12.28 (brs, 1H), 9.07 (d, J = 1.5 Hz, 1H), 8.65 (d, J = 4.8 Hz, 

1H), 8.24 (d, J = 8.4 Hz, 1H), 7.52 (dd, J = 8.4 Hz, 4.8 Hz, 1H), 7.21-7. 16 (m, 1H), 
6.82-6.79 (m, 3H), 4.18 (t, J = 6.6 Hz, 2H), 3.50 (s, 2H), 2.93 (t, J = 6.6 Hz, 2H), 
2.37 (s, 3H) 0 

20 2 (12 6) 

2- (3- (2- (5-^;u-2- (fcf'J v>-4->f )V) Hr*y-V-)\s- 
4->f;w) x^y) 7x-;w) fj=® 
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TLC : Rf 0.34(?nn*;l/A : * 9 ; \ \) ; 

NMR (DMSO-dg) : S 12.29 (brs, 1H), 8.69 (d, J = 6.0 Hz, 2H), 7.80 (d, J = 6.0 Hz, 
5 2H), 7.21-7.16 (m, 1H), 6.82-6.78 (m, 3H), 4.19 (t, J = 6.6 Hz, 2H), 3.50 (s, 2H), 
2.95 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) 0 

(12 7) 

2- (3- (2- (5 -^f-^-2 - (4-^fJHf^7v> - 1 ->f/U) f- 
10 77-*-4->f*) xh^rv) 7x-)P) 




tlc : Rf o.40(^nn*;vA : p< ^y-;u=3 : l) ; 

15 NMR (CDCI3) : 8 7.00-7.20 (m, 2H), 6.70-6.85 (m, 3H), 4. 19 (t, J = 6.6 Hz, 2H), 
3.46-3.55 (m, 4H), 2.91 (t, J = 6.6 Hz, 2H), 2.75-2.83 (m, 4H), 2.47 (s, 3H), 2.24 (s, 
3H) 0 

$ftfcfll2 (12 8) 

20 2 - (3 - (2 - (5-^f;l/-2-7i-^^tV-;l/-4-'f;l/) x b 
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tlc : Rf o.3i (tK : > 9 J : ?dd*h= i : 10: 100); 

NMR (CDa 3 ) : * 7.98 (m, 2H), 7.50-7.40 (m. 3H), 7.24 (dd, J = 8.0, 8.0 Hz, 1H), 
5 7.00 (m. 1H), 6.95-6.80 (m, 2H), 4.62 (s, 2H), 4.26 (t, J = 7.0 Hz, 2H), 4. 11 (s, 2H), 
2.99 (t, J = 7.0 Hz, 2H), 2.39 (s, 3H) Q 

mm (12 9) 

2- (3- (2- (5-^f-;w-2- (tfv i;>-3--f;u) **-9-y-;i— 




TLC : Rf 0.41 (^nn^;i/A : ^y-;i/=4 I 1) ; 
15 NMR (DMSO-d 6 ) : 8 9.05 (s, 1H), 8.65 (d, J = 4 Hz, 1H), 8.25 (d, J = 7 Hz, 1H), 

7.55 (m, 1H), 7.20 (dd, J = 7, 7 Hz, 1H), 6.95-6.80 (m, 3H), 4.20 (t, J = 6 Hz, 2H), 
3.80 (s, 2H), 3.10 (s, 2H), 2.95 (t, J = 6 Hz, 2H), 2.40 (s, 3H) e 

mm (13 0) 

20 2 - (3 - (2 - (5 2 - (4 ->fW7iiA/) **-9-V- 
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TLC:0.44(?nn*;i/A : > ?/-;W=8 : 1) ; 

NMR (CDCI3) : d 7.87 (d, J = 8.6 Hz, 2H), 7.26 (d, J = 8.6 Hz, 2H), 7.21 (m, 1H), 
5 6.75-6.89 (m, 3H), 4.20 (t, J = 6.6 Hz, 2H), 3.59 (s, 2H), 2.96 (t, J = 6.6 Hz, 2H), 
2.51 (s, 3H), 2.35 (s, 3H) 0 

mm (1 3 1) 

2- (3- (2- (5-^fJi'-2-y^n7'Dfc , ;^W-;i'-4->f^) 
10 x^y) 7x-;p) m& 




TLC : Rf 0.43(?nn*;UA ; *fy-)V=9 I 1); 
15 NMR CDCI3) : $ 7.25-7. 10 (m, 1H), 6.86-6.74 (m, 3H), 4. 10 (t, J = 6.6 Hz, 2H), 

3.58 (s, 2H), 2.82 (t, J = 6.6 Hz, 2H), 2.20 (s, 3H), 2.04-1.98 (m, 1H), 1.01-0.94 (m, 
4H) 0 

mmm (132) 

20 2 - (3 - (2 - (5 - - 2 - (4 Fo7i-^) 
4-^f;i/) Xf^-y) 7x-^) S^SE 
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TLC : Rf 0.53(?nn*;i/A : * 9J-)V=§ : 1) ; 

NMR (CDCI3) : 8 8.30 (d, J = 9.0 Hz, 2H), 8. 14 (d, J = 9.0 Hz, 2H), 7.22 (dd, J = 
5 8.0, 8.0 Hz, 1H), 6.77-6.90 (m, 3H), 4.25 (t, J = 6.6 Hz, 2H), 3.57 (s, 2H), 3.00 (t, J 
= 6.6 Hz, 2H), 2.43 (s, 3H) 0 

2 (133) 

2- (3- (2- (5 -^f-^-2 - >-2-4)i>) ***rv'-fr- 

10 4 — ^) iF^) 7x-;u) 




TLC : Rf 0.51(^nn*;WA : * ?/-;U=9 : 1); 
15 NMR (CDCI3) : 8 8.16-8.28 (m, 3H), 7.83 (m, 1H), 7.75 (m, 1H), 7.57 (m, 1H), 
7.22 (dd, J = 8.2, 8.2 Hz, 1H), 6.78-6.87 (m, 3H), 4.29 (t, J = 6.6 Hz, 2H), 3.61 (s, 
2H), 3.04 (t, J = 6.6 Hz, 2H), 2.46 (s, 3H) 0 

mm (I 3 4) 

20 2 - (3 - (2 - (5 - 2 - (3-PJ7^to^Kv7x-^) 
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TLC : Rf 0.37(^nn*;i/A : ^ ^7-;i/=9 : 1) ; 

NMR (CDCI3) : S 7.91 (dt, J = 7.8, 1.2 Hz, 1H), 7.85-7.80 (m, 1H), 7.45 (t, J = 
5 7.8 Hz, 1H), 7.28-7. 17 (m, 2H), 6.89-6.78 (m, 3H), 4.22 (t, J = 6.6 Hz, 2H), 3.60 (s, 
2H), 2.97 (t, J = 6.6 Hz, 2H), 2.38 (s, 3H) 0 

mm (1 3 5) 

2- (3- (2- (5-^^-2- (2-h'J7^D^^v/7x-;i/) 
10 4 -4*) 7x-;U) 



OCF3 




TLC : Rf 0.42(?nn*;UA : > ?y-;u=9 : 1) ; 
15 NMR (CDa 3 ) : S 8.06 (dd, J = 7.8, 2.0 Hz, 1H), 7.49-7.31 (m, 3H), 7.27-7.17 (m, 
1H), 6.88-6.78 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 3.60 (s, 2H), 2.98 (t, J = 6.8 Hz, 
2H), 2.38 (s, 3H) 0 

mm (I 3 D 

20 2 - (3 - (2 - (4 -^f^-2-7x^tHV-^-5--fM .x h 
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tlc : Rf o.44(?nn*;wA : * */-;i/=9 : 1) ; 

NMR (CDCI3) : 8 8.00-7.93 (m, 2H), 7.46-7.37 (m, 3H), 7.28-7. 18 (m, 1H), 6.90- 
5 6.78 (m, 3H), 4.22 (t, J = 6.8 Hz, 2H), 3.61 (s, 2H), 3. 14 (t, J = 6.8 Hz, 2H), 2.20 (s, 
3H) 0 

mm\2 (13 7) 

2- (3- (2- (5->f-^-2- (1, 3-ytn^^>-5-^f;i/) 




TLC : Rf 0.20(^nn*;i/A : ^ ? / -)V \ fc= 1 0 0 : 1 0 : 1 ) ; 
15 NMR (CD3OD) : S 7.49 (dd, J = 8.4, 1.8 Hz, 1H), 7.38 (d, J = 1.8 Hz, 1H), 7.22 (t, 

J = 7.8 Hz, 1H), 6.97-6.79 (m, 4H), 6.01 (s, 2H), 4.54 (s, 2H), 4.26 (t, J = 6.4 Hz, 
2H), 4.06 (s, 2H), 2.93 (t, J - 6.4 Hz, 2H), 2.33 (s, 3H) 0 

mm 

20 2 - (3 - (2 - (5 2 -7jl^;u**-9-v*-;u- 4 -4)^) -^f- 
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CH 3 



CH 3 



2- (5-* f-*-2 -7x ■»/- 4— f AO if^/ny^ 
K (1 3 6mg) &£Xf$-*)\'ii-?Y-7j--)V&&- * f-;i/x.*f-;i/ (7 8 
5 mg)*74rh-hVA/(5ml) KfcJBU st»*V9A (1 8 Omg) £ 

7y?><- (^od*h : ftKif^=2 0 0: 1 — 50: l ) TffiSgU 
10 TlB»ttll*#**#»Hfl:£* (9 2mg) *#fc c 
TLC : Rf 0.33(ftKJ.f-A/ : ^4P^>= 1 : 3): 

NMR (CDC1 3 ) : S 7.96 (m, 2H), 7.50-7.35 (m. 3H), 7.30-7. 15 (m, 3H), 7.06 (m, 
1H), 3.69 (s, 3H), 3.57 (s, 2H), 3.28 (t, J = 7.0 Hz, 2H), 2.82 (t, J = 7.0 Hz, 2H), 
2.27 (s, 3H) 0 



mm* 

2- (3- (2- (5 -^f-;U- 2-7 4 -4 AO JLh 



3- (2- (5-^^-2-7x^^7-^-4-^) x^y) 
^>v;i^*-;i/ (i.i5g) <n>s-5 (3 5ml) 2 -7n*- 2 - 



15 




H 3 C CH 3 



CH 3 



20 
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^f;vynyO|[-xf;vx7f^ (0.64ml) J3 X Iff - h'J'^A^f-l' — h 
(2 9 0mg) iOVrmi, 3H*MjtSftLfco EUB&£fcfoi:m&i'?ft& 

TC*tt«*^r-*-**»wft'&* (i.69 g) *nfc 0 

TLC : Rf 0.46 (^*^> I ^xf^=4 I 1) I 

NMR (CDC1 3 ) : 8 8.01-7.94 (m, 2H), 7.46-7.37 (m, 3H), 7. 18 (t, J= 8.0 Hz, 1H), 

6.89-6.72 (m, 3H), 4.23 (t, J = 6.8 Hz, 2H), 4.12 (q, J = 7.0 Hz, 2H), 3.79 (s, 2H), 
10 2.97 (t, J = 6.8 Hz, 2H), 2.38 (s, 3H), 1.53 (s, 6H), 1.26 (t, J = 7.0 Hz, 3H) 0 

nmm 1 -emm l tzit^m <oftt> <o iz%mm 3 a x vnmm 4 l tz it 
mm s 

2- (3- (2- (5-^f-;u-2 - 7x-hw-;k4 -4*0 xf 




TLC : Rf 0.50 (tK : * 9 J -%> ?on^= i:io:ioo); 
NMR (CDCI3) : 8 7.94 (m, 2H), 7.45-7.35 (m. 3H), 7.30-7.15 (m, 3H), 7.07 (m, 
25 1H), 3.58 (s, 2H), 3.25 (t, J = 7.0 Hz, 2H), 2.81 (t, J = 7.0 Hz, 2H), 2.25 (s, 3H) 0 
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mm (i) 

2- (3- (2- ( 5 - ^ f 2 - 7x-;i/t^t 4 -^f^) och 




TLC : Rf 0.53(^*-9-> I ft»if*= 1 I 3); 

NMR (CDCI3) : 5 8.00-7.94 (m, 2H), 7.46-7.41 (m, 3H), 7. 15 (t, J = 7.8 Hz, 1H), 
7.08 (m, 1H), 6.84-6.74 (m, 2H), 4.29 (t, J = 7.2 Hz, 2H), 3.88 (s, 2H), 2.99 (t, J = 
7.2 Hz, 1H), 2.38 (s, 3H), 1.58 (s, 6H) C 

2- (3- (2- ( 5 - ^ f ^ - 2 - 7x^;v t 4 - ;v) .x h 




TLC : Rf 0.53 (^^-9- > : ^xf-;U= 1 : 3)1 

NMR (CD3OD) : 5 7.98-7.93 (m. 2H), 7.49-7.43 (m, 3H), 7. 13 (t, J = 7.4 Hz, 1H), 
6.92-6.85 (m, 2H), 6.78-6.70 (m, 1H), 4.23 (t, J = 6.6 Hz, 2H), 3.78 (s, 2H), 2.96 (t, 
J = 6.6 Hz, 2H), 2.36 (s, 3H), 1.46 (s, 6H) Q 
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3- (2- (5-^f^-2-7xi^^t , /-^-4-'f;l') x^'» 



2- (5->f^-2-7x-^*W-^-4-'f^) Jt^y-;p (i. 0 2 
g) , 3 -k Kn + ^^X7m K (0.73 g) & XV h 'J 7i-WX7 -f 
> (1.57 g) afrit* (10ml) 1, 1* - {TVViJJW 

10 y^'jy> (l.74g) * 0 TC"CJPx., S£"C2 B#Rlffi#Lfco RlSft-fr 

^K^^fciDx., Bfc**BULfco *ifc£3B&L£o »ffl**y'J*y 

W7A^D7h^77^- (> *;-)v : ? on*ji/A = i : 100) m 
«U T©»ttH**l-**«fl:*« (i.30 g ) 

TLC : Rf 0.77 ^DD*jl/A=l : 2 0); 

15 NMR (CDC1 3 ) : S 9.96 (s, 1H), 7.98 (m, 2H), 7.50-7.35 (m, 6H), 7.17 (m, 1H), 
4.31 (t, J = 6.0Hz, 2H), 3.01 (t, J = 6.0Hz, 2H), 2.38 (s, 3H) G 



3- (2- (5-^f^-2-7i-W+tV-;i'-4-'f;l') x^y) 
20 -7>7*n^ h 



O 



5 





WO 99/46232 



PCT/JP99/01134 



##W6f«SLfcfl:^ft ( 1 3 5mg) &XV3*imM (1 3mg) 

fi^>(3mi) k»# u o ice h v y h v * (o.um l ) 

^m, antLfco imm*v***ty (3 m i ) u 2 n-&& 

(0.5ml) fcSDx., Ifit-^LfCo »S«*»«*?fr*K:lHIit, ft»x 
ftMU TE*tt«*tt-5Sfift^« (1 4 0mg) 
TLC : Rf 0i7(ftRxf-^ : s\*<*>= 1 I 2); 

NMR (CDCI3) : 8 7.94 (m, 2H), 7.45-7.35 (m, 3H), 7.29 (dd, J = 8.0, 8.0Hz, 1H), 
7. 10-7.00 (m, 2H), 6.90 (m, 1H), 5.49 (d, J = 6.0Hz, 1H), 4.73 (d, J = 6.0Hz, 1H), 
4.16 (t, J = 6.5Hz, 2H), 2.92 (t, J = 6.5Hz, 2H), 2.37 (s, 3H) C 

a-vry-3 - (2- (5->f^-2-7i-;i/t^fty , -;i'-4-'f^) 

##«7-C»j£L7tft^ (9 3mg) i&it*TU> (3ml) iC&#U 
(6 1ml) iJiCfy^f^^T? K ( 1 jgj) £inx., 
Mim"C3 OMIilL/;, RJforS^M* A, ft&xf-Ji'-ettttI Lfco 
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iK7^^y^i^j|l jgfctU T8B*ttf[*WrsilHlft^» (9 9 
mg) frftfc. 

iLC:Rf o.74(ftttxf-;w : i : d; 

5 NMR (CDC1 3 ) : S 7.97 (m, 2H), 7.50-7.35 (m, 3H), 7.33 (dd, J = 8.0, 8.0Hz, 1H), 
7.10-7.00 (m, 2H), 6.98 (m, 1H), 5.75 (s, 1H), 4.23 (t, J = 6.5Hz, 2H), 2.93 (t, J = 
6.5Hz, 2H), 2.36 (s, 3H)o 



10 5- (3- (2- (5-^f^-2-7x-^tH , /-;i'- 4-4 fr) xf 
7x-;P) -2, 4-f7yjy>y*t> 



15 ##«8-C»SL^b^ (9 9mg) £i*y-;l/ (1ml) C»*U 
ft-?U7 (2 6mg) fcflOx., 3B#IUi!i!iLLfco RiSfi^liftK: 2 N -£« 
(1.5ml) SrSDx., -WtiHtLfc. Sfc&^ifcfcifrTMcflOx., ^xf^t 

SMBL^o ^^-^-CSttfiL, Tf2^tt1il£;pri-£2|s: 

20 f&^t^l ( 6 0 m g ) *f§fc 0 

TLC : Rf 0.31 (ftRxf^ : /\*-tf-> = 1 : 1); 

NMR (de-DMSO) : <J 7.90 (m, 2H), 7.60-7.40 (m, 3H), 7.31 (dd, J=8.0, 8.0Hz, 
1H), 7.00-6.90 (m, 3H), 5.75 (s, 1H), 4.23 (t, J = 6.5Hz, 2H), 2.93 (t, J = 6.5Hz, 2H), 
2.36 (s, 3H) e 
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mmm] 
mm 

^*^tt^« i o omzftfzo 

5 • 2- (3- (4- (4 -^Jl'7x;^) f?y-;l/-2-^;M 

7i-l/^Wi) 10.0 g 

■mmmv)^-)vm^"y^^ (mi%M) 0.2g 

•wj>^nv7A mm\) o.ig 

•S&g.H-fe^n-x 9.7 g 

10 

mm 2 

ry/Mzi&nL. nmzx y)m£$mi, it 20mgo^ 

15 • 2- (3- (4- (4->f^7z-;P) f7y-^-2-^M f^>) 
7i-;MWt) 2 g 

. 7>Z»; h 5g 

• 1000m 1 
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i . -8*5$; ( i ) 




5 

A2(i-0-«^:(i-S-^t^L, 
A3{iCH&2£liNg£^bU 
10 n{il~5£^fc>U 
Rifi 

(i) frmm?, 

(ii) C l~87^^i, 

(iii) ^uyyw^. 

15 (iv) C l~47^3^vS, 

(v) - h 

(vi) FV^n^fjvI, 

(vii) f'J/>o^ h^ryl, 

(viii) HJ^np<f-;i,?-*^ 
20 (ix) v7;|, 

(x) C 1-47^^^ 

(xi) NR5R6i (3gtf3, R5i3j:tfR6j±^fL-PtL$ft3J:LT, ^jg^Sfc 
liCl-4 7M***$i3t. ) , 
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(xii) 8tmm&, i?Z\± 

(xiii) ^rn-^&^ibU 
R2|± 

(i) TtMfol; 
5 (ii) C 1~4 7;K^ 

(iii) ^ny^Ji^K ttz\t 

(iv) h V^tM^;ug£afrU 
C y c 1 



10 C y c 2 

(i) *£Ji 

(ii) AfnSi^L, 
R3{i 

(i) *SfIiCi\ 
15 (ii) C 

(iii) ^ny>jii^K 

(iv) C l-4 7^3^vS, 

(v) -hnl, 

(vi) h >J^n^f-;u^ 
20 (vii) h V /no* h^v^ 

(viii) h'J^n^Wtl, 

(ix) vT^I, ifctt 

(x) Cl-47Wf*I*^U 
R4« 




, itz\± 



(iii) -jr 
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R 8 R 9 

(i) — A 4 -C— COOR 7 ttzit 

(ii) 2, 4-f7 , /'Jv , /vr/-5-'f)H^U 

5 (ii) C l-47;^W^i, 

(iii) -Cl-4 7;i/4rI/>-0-i, Sfctt 

(iv) -C 1 ~4TX'*l'>-S-&i&t>L* 

10 fc£U 

(1) R4|±2ffi*fctt3ffitwft<£1-**>OfcU 

(2) R*>6* 3 U A*#JM»^*fctt^f-U>t*feU A3*»CH 
fc^fcU Cy c l^>0«r*fett*, Ml^fL'> > xfU>, Ztz 

2. m^lEH 1 BioHW (I) **2ti&4k&m* *tib<Dim&&* 
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ttt&mftk HDL3l/^fn-;HM L D L 3 Wn-W IXf/t tz 
4 . HRA ( I ) 




10 

A 1 JiC 1 - 4 7**U >&£fcttC 2 ~ 47^-U>M^L, 
A2ti-0-£££tt-S-££^bU 
ASjiCH&tfcfiN&Sr^fcU 
nli 1 ~5 *£*>U 
15 R 1 li 

(i) **IK?\ 

(ii) C 1-87^^1, 

(iii) Aoy>I^ 

(iv) C l-4 7^3^vi, 
20 (v) -hal, 

(vi) hU^n^f->ua6, 

(vii) h 'J/nd* f^y|, 

(viii) h'J^n^fWS, 
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(ix) '>7^i, 

(x) C l-4 7Wf*I, 

(xi) NR5R6^ (364i, R5fiJ:O f R6|i-?-n--F*l»aLT, 
liC l~4 7JK«fi5t, ) , 

5 (xii) iTtli 
(xiii) Afnffii^U 
R2(i 

(i) ;jC*IK?\ 

(ii) C 1-4 7***36, 
10 (m) Kuyywft* ttzit 

(iv) hU^n^f-*|£*afcU 
C y c 1 £tt 

(i) -f^T" (iO -4 V "T T" 

C y c 2 gli 
15 (i) B&m&. ttzit 

(ii) Afofi^tt)U 

(i) Tfc*®^ 

(ii) C 1-8T****, 
20 (iii) AnyvSf, 

(iv) C 1-4 7*3^4, 

(v) - h ng, 

(vi) hV^o^f^i, 

(vii) h 'J^n^ h*v£, 
25 (via) h'jAD^W^S, 
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(ix) i/7;i, itz\t 

(x) Cl-4 7;^^ftMIfcL, 
R4(i 

R 8 R 9 

(i) — A 4 -C— COOR 7 ifctt 
5 (ii) 2, 4 - f 7 / 'J v > y t > - 5 - 'f t Id U 

(i) m*S£\ 

(ii) C 1~4 7MV>I, 

(m) -Cl~47;V^P>-0-i, ifett 
10 (iv) -C l~4 7;^l/>-S-i^IfcU 

R 7 , R8£J:rFR9tt**i^*iffi£L-T\ tK»^ 2 fcttC l ~~ 4 7>w*;u 

(1) R4(i2^i^{±3ii^^-r^^^t L, 
15 (2) R4^3etc^L, A4^m^i^{i^^V>^^L> A3KH 
£Ifc>U C y c l^y^y^m^i-t Ai(i^fl/>, -x^>, Sfc 

20 5. tt^^H4iea<7)-ife^; (I) -ZTfiZixhiY&mvn Cycli 

a* 

N — ' s Ztz\± N — y 
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6 . it&W. 

I) 5 - (3 - (tT7i-;P-4 -A )V* l>*v) 7i-f) s<>?>&- 

5 2) 4- (3- (If 7^-^-4-4** h*->) 7i-rt0 7* 
x.XxJK 

3) 4- (3- (2- (5-^fA'-2-7x-^t^t , /-;i'-4-'f^) x 

4) 6- (3- (2- (5-^;U-2-7ix;u**Hfy-;i/-4--f;W x 
10 h*v) 7ix;i/) s\*y-yf& • ^f-;i/X7.<f;K 

5) 5- (3- (2- (5-^fJl'-2-7x-;^+tV-;l'-4-'f;i/) x 

6) 6- (2- (2- (5 -^f-;U-2 -7x^;i/t+tV'-^-4 -4^) x 

15 7) 5 - (2 - (2 - (5-^fJi/-2-7x-;i/tW-;l/-4-'f;l/)x 
7ix;u) • ^f-;ux*x;K 

8) 2- (3- (2- (5 - ^f-X'- 2-7x-;ut+tV-;i'-4-^JU) x 

9) 5- (3- (3- (5->f^-2-7x^;^^tv-;|/-4-^;i,) y 
20 djK^tv) 7i-;i/) ^>?^-^f^f;K 

10) 2- (3- (2- (5 -^f-JU- 2 - (4->fil/7i^) ^-^-9-7*- 

II) 2- (3- (2- (5-^f-^-2 - (4-if^7xz;i/) 
;i/-4->f;U) xf+y) 7x-;U) ^ • p< f-^jc^x^, 

25 12) 2- (3- (2- (5-^^;U-2- (4-7'nt>7xz;u) rJ-^V 
-;i/-4--f;i/) xh^v) 7x-jH SSt^f^xxfJK 
13) 2- (3- (2- (5-^f-^-2- (4-^77nif;i,7x^;U) 
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14) 2- (3- (2- (5 ->f-^- 2 - (4- (2 fJ^n k?;u) 7 x 
-;U) */-/!> -4 -<f x^y) 7x-;W) If=g£ • ^f-fl/JCXf >K 

15) 2- (3- (2- (5 2 - (4-t-W7x-;i/) 

5 V-;w-4-^;i/) x^y) 7x-;w) gfegfc • ^f-^T.x^, 

16) 2- (3- (2- (5--*f-*-2- (4-^ ^v7x-)l/) **^V 
-;u-4--f;w) xh + v) 7x-;u) gf-gg • ^f^xAfiK 

17) 2- (3- (2- (5-^^-2- (3, 4 -^^ h * v7 x^;u) * 
*^v*-;u-4 ->f ;u) x^*» 7x-;p) ^^f^f^ 

10 18) 2- (3- (5->f^-2-7xX^tW-Jl/-4-^;i/) h * 
v) 7xxji.) Mfc< jtf-JUxXf-JK 

19) 2- (3- (2- (5->f^-2-7xx;i,f77-^-4-^l/) x 
h^y) 7xx^) ftK'^W^fJk 

20) 2- (3- (3- (5-^f^-2-7xx;i/t^rf > /-;i/-4-'f^) 
15 7"nW 71-^)^8'^^^ 

21) 2- (3- (2- (2-7x^;i/**-9-v*-;l/-4-^;i/) x^y) 7 
x-;u) 6fc$ • ^f^x^fJK 

22) 2- (3- (2- (5-^f-^-2- (3-^nn-4->^7xx;i/) 

20 23) 2 - (3 - (2 - (5-xf;l/-2-7xx;i/t^rtV-;i'-4-'f;l/) 
x^y) 7x-;p) gfcgg • >^;i/x*-f;K 

24) 2- (3- (2- (5-^;U-2- (4-7*Wxx;i/) 
;l/-4-^;i.) jih^v) 7xx.;u) g£g£ . J. J-)VJ-7>t fr. 

25) 2- (3- (2- (5 -t-f-fU- 2 - (4-^DD7x-;U) t^T*- 
25 ;i/-4--f;i/) x^y) 7x-;i/) ^^f^xxf^ 

26) 2- (3- (2- (5-P<f7l/-2- (2->f^7iXjl/) ^-^^V*- 
;U-4-^;U) x^y) 7x-;U) gf-gg • ^ f-;Vx^f 
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27) 2- (3- (2- (5-^f L ;U-2 - (3-^f^7i^) **f-y*- 
fl/-4-^;i/) x|>^y) 7i-;P) ^^f^xXfiK 

28) 2- (3- (2- (5-*f-A'-2- (4-hV7^tn^f^7x-^) 

A'- 4 —f>u) 7x-;i/) gfcgg • ^f;i/xxf;K 

5 29) 2 - (3 - (2 - (5 2 - (4-7W07i-;i') *W/ 
4 - J xh*$/) 7x-;u) Sfcgg • ^f;i/x^f;K 

30) 2- (3- (2- (5-^A--2- (4-y7/7xx^) ^-^y- 

31) 2- (3- (2- (5 2 - (3-xho-4-^f;i/7xz;v) 
10 4 -4 >U) 7x-;i/) g£g£ • pt^Ux^-fA', 

32) 2- (3- (2- (5-^^;U-2- Jl^7x-;V) 
-;i/-4 xh^v) 7x_;i/) gfcgg • ^ f-;ux*f- 

33) 2- (3- (2- (5->f-;W-2- ( 4 -x h n 7 xx;i/) ^-^•y-y- 
;|/-4-^f;i/) xh^rv) 7xx;U) ^.>fjl/XXf;K 



15 


34) 5 - 


(3- 


(kf7xx;l/-4- 


-fA/* h*v) 7xx;i0 ^y ? y 






35) 4 - 


(3- 


(tT7xx;i/-4 - 


4)V*h*y) 7xx;i/) 7**:/$ 






36) 4 - 


(3- 


(2- (5->^;v 


-2-7x-^tW-;i'-4- 






xh*v) 


7x^ 


•AO 








37) 6 - 


(3- 


(2- (5-^f-A^ 


-2-7xz^tH ( /-^-4- 


'f AO 


20 


xh*v) 


7x- 


.AO 








38) 5 - 


(3- 


(2- (5-^f-;u 


- 2 -7x-W^rt/-;l/- 4 - 


4 a-) 




ih + y) 


7i- 


■ AO 








39) 6- 


(2- 


(2- (5-**-/u 


- 2 -7x^;i/^-^Hfy*-;u- 4 - 


4 AO 




xh4r'» 


7i- 








25 


40) 5— 


(2- 


(2- 


- 2 - 7xZjVt^t>/-;i/-4- 


4 AO 




xf+y) 


7x- 


■ AO 








41) 2 - 


(3- 


(2- (5-^A/ 


- 2 - 7i-;H+t7*-)l/-4 - 


4 AO 
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42) 5- (3- (3- (5-^-7 L ;U-2-7:r-^**^y-;i/-4--f;l/) 

43) 2- (3- (2- (5->^^-2- (4-^f;i/7x-;i/) t+tV- 

44) 2- (3- (2- (5 -^f-^- 2 - ( 4 -xf/l/7 x-;i/) **^V*- 
4-<f;i0 xKv) 7x-;u) 

45) 2- (3- (2- (5-*f-*-2- (4 -7*n If;i/7xi;k) 

10 46) 2- (3 - (2 - (5 2 - (4->f V^D^7x-^) 

■9-V-;w-4 ->f ;w) x^v) 7x-;w) gfc$, 

47) > 2- (3- (2- (5-^^-2- (4- ( 2 -J* f-^^n tf;l/) 7x 

-;w) *^y-/u-4-'f x^^) 7ix^) 

48) 2- (3- (2- (5-^f-^-2- (4 - t -7f^7xx;V) 
15 V*-;l/-4--T;i/) X^y) 7iXjl/) gfcg^ 

49) 2- (3- (2- (5 2 - (4-n+v7x-jl/) 
-;w-4--f;^) x^v) 7x-;u) Sfc$> 

50) 2- (3- (2- (5 -^f-^- 2 - (3, 4-v^ K*v7x-;U) * 
^•9-V-;i/-4-^;u) x^y) 7x-;u) gj=^ 

20 51) 2 - (3 - (5-^f;i'-2-7x-Jl/t^t/-^-4-'f;i') >h + 
v) 7x^;w) 

52) 2- (3- (2- ( 5 - ^ f ^- 2 - 7 x - 7y-;i/ - 4 - >f Jl/) x. 
h*v) 7x-;W) gj^ 

53) 2- (3- (3- (5-^^-2-7x-J^HV-^-4-'f;l/) 
25 7*D^y) 7xxf) gj;& 

54) 2- (3- (2- (2-7x^l/tH'/-^-4-^) x^y) 7 
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55) 2- (3- (2- (5-*f-;w-2- (3-^DD-4-^f;i/7x_;l/) 

56) 2- (3- (2- (5 -xf;v-2 -7i-Wt'/-^-4 -4 )V) 
5 57) 2 - (3 - (2 - (5 -^fl'-2- (4-7*f^7x-^) 

58) 2 - (3 - (2 - (5 2"- (4-70D7x^) **-9*V- 
)\>-\-4)V) i^y) 7x-;i/) 

59) 2- (3- (2- (5-^^-2- (2-^f;i/7x-;i/) 
10 )V-A-4)\,) xh^y) 7x-;u) gfc$, 

60) 2- (3- (2- (5-^f-;P-2- (3-^f^7x^;H **-9-y*- 

61) 2- (3- (2- (5 2 - (4-f'J7;^n>f ;P7x-^) 
15 62) 2 - (3 - (2 - (5 ->f-;w-2- (4 -7^n7 **-9-y* 

63) 2- (3- (2- (5 2 - (4 - vTV 7x-;l/) p*-*-^/- 
;u _4_^;p) x|>^v) 7x-;u) gfc$, 

64) 2- (3- (2- (5-^f-;i/-2- (3--Fo-4-^f ;V7x-;V) 
20 **4yV-)V-A-4 )V) xh*v) 7x^) gj:& 

65) 2- (3- (2- (5 -*f-;U- 2 - (4-^>Wx-;i/) **^7* 

4 -4 )\<) xh4rv) 7x-f) ft®, 

66) 2- (3- (2- (5-*f-/l/-2- (4--l>D7x;^) **^V- 
,\,-4-4)\,) X^y) 7x-;u) ft®. 

25 67) 2 - (3 - (2 - (5 -<*f-;U- 2 -7xiH*t , /-X'- 4 -A fr) 
xf^f*) 7x-;i/) SI-^f^xxfJK 

68) 2- (3- (2- (5-^f^-2-7xzfl/*W-^-4-'f^) 
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7. 

5 l) 2- (3 - (4 - (4-^f;i/7x-;v) f7V-;i/-2-'f;Mh + y) 

2) 2- (3- (3- (kf7i-;i/- 4 ->f h*y) 7x-;U) 7*n 

3) 2- (3- (3- (4- (4-^^71-^) f 7 , /-;l'-2-^M h 
10 *v) 71-*) 7*DH>ft) ft» • ^f-^^r*, 

4) 2 - (3 - (t'7x-Jl/-4-^W h*v) 7x-JMWt) Wt&L • 

5) 2- (3- (2- (5->f*-2-7x-;^^ty-Jl/-4-^l/)i 

15 6) 2- (3- (3- (2- ( 5 - ^ f *- 2 - 7x-;l/t^ t/-* - 4 - >f 
)V) x^y) 7x-f) 7*DlfW) fttt- >f-*J.^r>U, 

7) 2 - (3 - (2 - (fcT7x^;l/-4-<f )U) x^y) 7x-)MfWt) 

m& • ^ji'xxr^ 

8) 2 - (4-^dd-3 - (2 - (5->f;i'-2-7x-W ; t-tV-;i'- 
20 4 — T;W) x^y) 7x-;MfW) gfcg£ • ^f-*x^7-*, 

9) 2- (4-^nn-3 - (4- ;i/7x^;i/) f7V-;v-2->f 

10) 2- (3- (t'7x^-4-^M^y) -4-^nD7x^JMf 

25 11) 2- (3- ( (2E) -3- (tf 7 x^;i/- 4 ->f /U) 7 J o^x;^^y) 

12) 2- (3- (3- (e7x-;U-4 -^;U) yD^i/) 7x-)Mf^ 
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13) 2- (3- (If 7x-;i/-4 -A t''Jy>-5-^^f Jl/ 

14) 2- (3- (4' -7'oi; , ;Hf7x-^-4-^M^y) 7 * 

15) 2- (3- (4- (If 'J v>^-4 7x-;M h*v) 7x-;M 

16) 2- (3- (4- (tfV5»-3 7i-W h*v) 7x^)M 
;!/?■*) gf=$ • *f-;wx*r;K 

io n) 2- (3- (4- (i, 3 -yJr**M yyy-5 -J )i) 

*y) 7xx;i/>f;vfi) ftK-^f-^J-^r^ 

18) 2- (3- (4- («fUv>-2-^;W) 7x^n^fy) 7i-)M 
f-;i^*) ft® • ^x*r;K 

19) 2- (3- (4- (1, 3 >r>-4-4 fl/) 7x-;M h 
15 *v) 7jc^;l/^;i/f-*) ff-g£ • ^fji/x^rJK 

20) 2- (3- (2-7x-;Uf7y-^-4-^;^ h^rv) 7x-;Mf 

21) 2- (3- (2- (5->^^-2- (4-^f^7x-^) t^T*- 
;i/-4-^;U) xh**» 7x;jMf^f^) gfcgg • ^ ?-;i/X*f >K 

20 22) 2 - (3 - (2 - (2 - 7x-;i/f77-;i/-4-^l') x^y) y x 

23) 2- (3- (2- (2-7xiJl/*W-Jl/-4->f^ xh*~» 7 

24) 2- (3- (2- (5-^f-^-2- (1, 3 - y?y- 5 - 
25 -Ol/) ***»/-^-4->f >W ih^rv) 7^;u>^;i^*) 

25) 2- (3- (5-^f;i'-2-7x-;l/tHV-)l'-4-'f;M 
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26) 2- (3- (3- (5-^f^-2-7x^^rty-;l/-4-^l') 

27) 2- (3- (2- (5-^f-;U-2- (2-^f^7x-;V) 

28) 2- (3- (2- (5 -^-f 2 - 

^_4_^ ; i / ) ih^rv) 7i-;i/^f-;i/f-jJ-) i^K • ^f-;i/jc^r;w, 

29) 2- (3- (2- (5-^^)1- 2 - (4-^ h^>7xz;V) 

10 30) 2 - (3 - (2 - (5-^f;l'-2-7x-;^W-^-4-'f;i') 

31) 2- (3- (2- (5-^f;i'-2-7x-;i/tn7 , -il'-4->f;i') 
xh^rv) -2-^f^7x-;MWt) gfc$ • ^f-^-x^r^K 

32) 2- (3- (2- (5-^f^-2-7x-;i/t^t/-;i/-4-^;V) 
15 -l-^f;i/xh^y) 7xx;MWt) ^^mxf^ 

33) 2- (3- (2- (5-*f-;P-2-7jL-;u**^y*-;w-4-'f;l') 

34) 2- (3- (2- (5-^f;P-2-7x-;i/t^V-^-4-^l') 
xf^y) 7xx;m Wt) 7n/r/K-xfji/x7f^ 

20 35) 2 - (3 - (2 - (5 -^f-;i^-2- ( 4 -xfjl/7 jl-)V) 
;W-4-^;U) x^y) 7xx;^f;l,ft) 8fc& • p< 

36) 2- (3- (2- (5 ->f-;U- 2 - (4 -7*n lf;W7x-;i/) ^^f/ 

4 --f;i/) x^y) 7x-;MWi) i^- ^f;i/xxf 

37) 2- (3- (2- (5-^^-2- ( 4 V 7*n if ;U7 *.-)V) * * 
25 ■9-V-;U-4-^;i/) xh^y) 7x-JMf)bft) gfc$ • ^ 

38) 2- (3- (2- (5-^f^-2-7x-WV-^-4-'f;l') J- 
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39) 2- (3- (2- (5 -^f"^- 2 - (4-W7xi*) 

40) 2- (3- (2- (5 -if ^- 2 -7i-;i/t^tV-^-4 -^^) 

5 41) 2- (3- (2- (5 -p<f-;U- 2 - (4-^>f^7x^I/) *WS 
-;u-4-^f;i/) x)>^» 7x^;MWt) • *^jwc*t/K 

42) 2- (3- (2- (5-^f^-2-v^o^^v;l/^+Hfv*-;l/-4 - 

43) 2- (3- (2- (5 -^f-Jl/- 2 - (4- (2 )V^u\£)U) 7 x 
10 -;u) ^^4j-«/-/P-4 -4*0 xh^-» 7x-Wf;l/ft) ftBSJ • ^ 

il/x^fiK 

44) 2- (3- (2- (5 2- (4-t - 7"f ^7x-J/) 
y*-;l/-4 — f/W) xKv) 7xx;MWt) SS-^f^f^ 

45) 2- (3- (2- (5-*f-^-2- (4-y^nA + yjV7x^) * 
15 4 -4*0 x^-» 7xXJMW*) gf-$ • ^f-;i/X*r 

46) 2- (3- (5-^f-^-2- (1, 3 -5>*3MM >^>-5 -4*) 

4-4 fr* Y* s s) 7x-;v>f;i/ft) Si^^xxf 

20 47) 2 - (3 - (5 -^f-^-2- (4-^77nt>7x-M t^V- 
;i/-4-^f;p^ h^v) 7xx;MW*) ^-^f-^x^f^ 

48) 2- (3- (2- (4-^/W-2-7x-/W**^ > /-JW-5-'f/l') 
x^y) 7x-;MfW^) SfcBS • ^f-^J^x/K 

49) 2- (3- (2- (5-^^-2- (3, 4 - ¥ * Y * v7 x^;u) * 
25 ^-9-V*-;i/-4 -4;v) x^y) 7xx;Mf^ft) Wr& - t^-fr^Z?- 

50) 2- (3- (2 - ;U-2- (4-*f ;i/^7V>- 1 -4 AO 
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51) 2- (3- (2- (5 ~^f-;i/- 2 - (fcf'J v>-2 -<f/U) ^^7- 

5 52) 2 - (3 - (2 - (5 -^f-Jl"- 2 - (f t7i>-2-^l') **-9"V* 

53) 2- (3- (2- (5 -***-2- (4 -v^f-^T< y 7x-;W) * 
^■9-V-;i/-4 --f;i/) x^v) y*.-)),* ^;i/f-*) gfc$ • ^ f-;i/.x*f- 

10 54) 2 - (3 - (2 - (5 - ^ f 2 - y ^ n/<>f ;i/t^t7-^- 4 - 
^;i/) x^Jfy) 7xx;v>f;l/ft) Sfcg£ • ^-^W^X-t^K 

55) 2- (3- (2- (5 - >f ^- 2 -> ^ d^d t:>tJft7*-^ - 4 - 

x^y) 7xx;Mf;l/ft) • > f-^-i-X-r >K 

56) 2- (3- (2- (5->^;l--2- (4- (1, 2, 3-f-TvTV- 
15 ;i/-4-^f;U) ^^•9-V*-;U- 4 - >V) X^y) 7xx;Mf 

^f-*) Bfc&- ^f;vx^f^K 

57) 2- (3- (2- (5-^^;U-2- (4- (4-^f^-l, 2, 3- 
f7y77 , -;i'-5-'f^) 7jc^;U) t^t7*-^-4-^l/) x^y) 
7xXWf)Pft) ft®?-^f^X7f^ 

20 58) 2 - (3 - (2 - (5 -y^w- 2 - (7 9 > - 2 - 4 Ji') **-9-y*-;u 
-4-^;w) ^h*v) 7xXjMfWt) • ^ 

59) 2- (3- (2- (5-^f-;i/-2- ( hT U v > - 4 --f )V) 
;U-4-^;i/) x^y) 7xx;Mf^ft) Si^f^fiK 

60) 2- (3- (2- (5-^f)l'-2-7xx;i/t^ > /-;i'-4-^l') 
25 xh^y) 7xx;Mf^y) 6fc& • t -T^f ^x^f ;K 

61) 2- (3- (2- (5->-f JU-2- dfV5?>- 3-^/1/) 

236 



WO 99/46232 



PCT/JP99/01134 



62) 2 - (3 - (4- (4-^^7x^) f7 , /-Jl'-2-^M h*v) 

63) 2- (3- (3- (lf7x-/U-4->f 7x-^) 7*ntf;i< 
5 64) 2 - (3 - (3- (4- ( 4 -pt f-;U7^^;U) f 

65) 2- (3- (fcT7x-;i/-4->f;i/* h*v) 7x-;Mf;vft) 

66) 2- (3- (2- (5-^f^-2-7x-^W-;V-4-^^) 

10 67) 2 - (3 - (3- (2 - (5-^f^-2-7x^;i/tW-;V-4- 
xKv) 7x-;u) 7ntf;i^*) 

68) 2- (3- (2- (k*7x-;i/-4-'f^) x^-» 7x^;Mf;Vf 

*) wm. 

69) 2- (4-^od-3- (2- (5 -^f-^-2 -7xx)i/tH , /~^ 
15 -4-4 fr) x^v) 7ix)MWt) gfc& % 

70) 2- (4-^DD-3 - (4- (4-^f^7xx;i/) ^ 7 y_ ; i / _ 2 - 
-r;U^ h*v) 7xx;MfHt) ftK, 

71) 2- (3- (e7xx;i/-4-^;M ^y) -4-?nD7xXjMf 

20 72) 2 - (3 - ( (2 E) -3 - (lf7x-/U-4 -4)\>) 7n^x;^^y) 
7x-;Mf^ft) ftK, 

73) 2- (3- (3- (H'7xx;i/-4-^^) 7o^y) 7xx;Mf;P 

f-*) INK, 

74) 2- (3- (lf7x-;i/-4 ->f tf U v > - 5 -4 )V * * )V 
25 ftft, 

75) 2- (3- (4* -7*ne;UkT 7x;)l/-4-^M h**» 7x^JM 
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76) 2- (3- (4- (tf»J v>-4-^^) 7i^Wh^fy) 7i-;M 

77) 2- (3- (4- (eVv>-3--f^) 7x-;M h^v) 7i-;i^ 

wm. 

5 78) 2 - (3 - (4 - (1, 3 -V***M >?>-5 -4)V) 7x-)M h 

79) 2- (3- (4- (bfV v>-2-^f ;i/) 7i-;Mh^y) 7 jc^;1^ 

80) 2- (3- (4- (i, z-v***r-i>yy-A-4)\<) 7x^jm b 

10 *v) 7x-)MWt) gfc$L 

81) 2- (3- (2-7x-Wy-Jl'-4-^Mh^y) 7ixWf 

82) 2- (3- (2- (5-^;l/-2- (4-^Wxi^) ^^V- 
15 83) 2 - (3 - (2- (2 - 7xi^77-^-4 -4 >U) x^y) 7x 

-;up<^;u^^-) ffig, 

84) 2- (3- (2- (2-7x-;ktH7-^-4-^l/) i^y) 7 

85) 2- (3- (2- (5-^f-;i/-2- (1, 3 - 4 5 - 
20 **-9-7-A'-4->fn/) x^y) 7xx;Mf;i/ft) gf=$ N 

86) 2- (3- (5-^f^-2-7xx;i/t+t/-;V-4-'f^> h*v) 
7xX)Mf^ft) »BL 

87) 2- (3- (3- (5->f;i/-2-7x-A/tW-^-4-'f;i') 
7"n^y) 7x-;Mf^ft) ftK, 

25 88) 2 - (3 - (2 - (5-**fr-2- (2-^f^7xx^) jj-^y.. 
;l/-4-^;U) ih^fy) 7xXjMfWt) 8fc$, 
89) 2- (3- (2- (5 -*f-^-2 - (3-^Wxx)i/) 
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90) 2- (3- (2- (5-^-^-2- (4-^^'>7x-^) **-9-y* 
-;i/-4-^;U) x^-» 7xzjMWt) 

91) 2- (3- (2- (5-^fJl/-2-7i-^^rt , /-;i'-4-^l/) 
5 x^>/) -5-^DD7xXWWt) 

92) 2- (3- (2- (5-^^^-2-7jL-;U^4r^V*-;l/-4->f )V) 
xF>y) -2->^7x-;MWt) gfc$L 

93) 2- (3- (2- (5-/f^-2-7x-;i/tn > /-;i'-4-'f;i') 

- 1 -U-)VJL h4rv) 7x;;Mf^f*) gfc®, 

10 94) 2 - (3 - (2 - (5 -^f^-2-7x^;l/t^fty*-^-4-^;l/) 
7*n^y) 7xx;MfWt) g{£& 

95) 2- (3- (2- (5-^f^-2-7x-)l/tH7-;i/-4-^^) 

7xXiMWt) 7nA>® • h <j 7A£ N 

96) 2- (3- (2- (5 ->f"^-2 - ( 4 -xf;i/7 i-;P) t+t'/- 
15 fr-A-Jfr) x^y) 7i^;l^^?-*) 

97) 2- (3- (2- (5 -^f-^- 2 - (4-7Dt:>7xx;i,) 
-)U-4-4)V) xh*v) 7xx;Mf;vft) gfc$, 

98) 2- (3- (2- (5 2 - (4-^ 77ot>7x^) 
^/-;U-4 --f /U) x^y) 7iX)Mf;i/ft) gf=$, 

20 99) 2 - (3 - (2 - (5 -^f-^-2 -7x-;Uf-7V-;P-4 -^f;U) x 
h*v) 7xx;Mf^ft) ^ 

100) 2- (3- (2- (5 2 - (4 -7f-;U7^;U) **^7*- 
;W-4--f;i/) x^y) 7x;il/^Wt) 8fc$. 

101) 2- (3- (2- (5-xf;i/-2-7x^;i/t^rt7-;i/-4-'f;i') 
25 Xh^y) 7x-;^Wt) gt=$ % 

102) 2- (3- (2- (5-^f-;U-2- (4-^>f^7xx;u) **-9-V 

— 4 — f i^^y) 7 jc-rt/;* -^f-*) gfc$L 
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103) 2- (3- (2- (5->*A'-2-->*n^*->/u**-9-y-;i/-4- 

104) 2- (3- (2- (5 2- (4- (^-^Wn^) 7jc 

5 105) 2 - (3 - (2- (5-^f^-2 - (4 - t - W7xx;i/) t+t 
V*-;U-4 ->f ;v) x^y) 7xx;Mf;i/ft) gfciL 

106) 2- (3- (2- (5-^f"^-2- (4-y^DA^y;l/7xx;i/) * 

107) 2- (3- (5-^^-2- (1, 3-yt^rt'f>f>-5-'f^) 
10 **-tv*-;u-4-'f;i'^ h*v) 7x-JMf^ft) gfc$, 

108) 2- (3- (5 -**)\>-2- (4 -4 V^n tf;P7x-;w) t+tV- 

109) 2- (3- (2- (4->f^-2-7xx>tnV-^-5-f;l') 
15 110) 2- (3- (2- (5-^f;V-2- (3, 4-y^ f#v7x-;v) ^> 

111) 2- (3- (2- (5-*f-;u-2- (4 -^f;nf^7V>- 1 --OU) 

;u- 4 ->f/u) xf + y) 7*-)U**)U-*) ft®, 

112) 2- (3- (2- (5-^f-;U-2- (f'Jyy-2-(;U) *3MJ-V- 
20 )V-A-^)V) x^y) 7x-;Mf;i/ft) gj=g£ % 

113) 2- (3- (2- (5-*f-;W-2- (ft7x>-2-f;P) **^V* 
_ ;l/ _4_^ ;l/ ) xh+y) 7x^)Mf^ft) 8fc$L 

114) 2- (3- (2- (5-^;u-2- (4-v/WU7xx;i,) * 
+^V-;i/-4-W , ;u) x^y) 7x-;i/^f;i/ft) gfc&> 

25 115) 2- (3- (2- (5-*f-^-2-v*n^>^;w**^y-;i,-4_ 
-f;i/) xh^v) 7i-)MWt) gfc$, 

116) 2- (3- (2- (5->^;u-2-v^D7'Dif;i/t^-tv*-;w-4- 
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117) 2- (3- (2- (5 2 - (4- (1, 2, 3-f7y'7V- 

5 118) 2- (3- (2- (5-^^;U-2- (4- (4 l , 2, 3- 
f7^7V-;i'-5-'f^) 7x-;P) ^-4r-9-V— 4 — >f )U) Jih*ri/) 

119) 2- (3- (2- (5 2 - (77>-2->f;u) **^v*-;u 
-4-^;V) xh+v) 7i-)MfWt) ft®, 
10 120) 2- (3- (2- (5->f-A/-2- (^V^>-4->f*) 
;i / _ 4 _^;p) jth^rv) 7x^;Mf^ft) 

121) 2- (3- (2- (5->f;l'-2-7xx;HH7-^-4-'f )V) 

122) 2- (3- (2- (5-^f-^-2- (If V 5> >- 3 --f A/) fr^MfV- 
15 ^-4->Ol/) x^y) 7xx;MWt) gfc$?, 

123) 2- (3- (2- (5-^f^-2-7x^H7-;i'-4->f^) 
xh^fy) 7xx;Mf;Vft) - 2 f^yoA^^ ■ xf^x^f ;K 

124) 2- (3- (2- (5->fJl'-2-7xX)^H7-il'-4-^l/) 
x^y) 7xx;MWt) -2 -^f-;U-/nyN->^ 

20 125) 2 - (3 - (2 - (5-***- 2- (1, 3 -^*^-f >^ >- 5 - 
-f;u) **'*V-;i'-4 xh^y) 7xxjMKy) gj=®- t - 7 

126) 2- (3- (2- (5->f-;U-2- (1. 3 - 5>jJ-**M 5 - 

t^V-)U-4--( )^) x^y) 7x-W^y) £fctt 

8 . Ifc-gW, 
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1) 6- (3- (4- (4-^f^7x-)l/) f7'/-^-2 --f** h4rv) 

2) 4- (3- (4- (4-^f^7x-Jl/) f7V-;i/-2-'f;M h^fv) 
71-^) 7** ^® • ^fJ^fK 

5 3) 6- (2- (4- (4-^f^7i-Jl) fT , /-JV-2-'fJM h*v) 

4) 2 - (5 - (lf7x^-4-^M h*v) -2 FD7i-Wf^ 

5) 2- (3- (tf7i-;u- 4 -^;i/p< b*v) -4--ho7x-;Mf;p 
10 -^*) §fc® • ^^i*r;K 

6) 2- (3- (2- (5-^f-^-2- (4- b V 7 )V*u *J-)V7 
**"9-V-;l/- 4 ->f ;U) x^y) 7xx;MfWt) |fc $ • > ;U.x * 
r/K 

7) 2- (3- (2- (5-^f-;u-2- (4-7^tn7x^;i/) 
15 ^-4-4/10 x^y) 7xx)Mf^fi) gfcgt • 

8) 2- (3- (2- (5 -^f-^-2 - (4-^on7xX)l/) ^-^y-^ 

9) 2- (3- (2- (5 -^^^-2 - 7xi^tW-*-4 -4 /l0 x 
h^rv) 7xx^) - 2 -^f L ;U7'oy\->^ • ^f;vxxf^K 

20 10) 2- (3- (2- (5 -^f-/l"-2 - ( 4 h n 7xx;v) 

)V- 4 -4/iO x^y) 7x-JMWt) S|->f*xxf)K 

11) 2- (1- (3- (2- (5->f^-2-7x-;^W-;V-4- 
4 )V) xh^fy) 7x-;w) xf^ft) Sl^fJl'XXTiK 

12) 2- (3- (2- (5-HJ7WD^f^-2-7xx;i/tW-;i/ 
25 -4-4/10 x^y) 7xx;MfW) Bfc$ • ^ f-A'-xxr/K 

13) 2- (3- (2- (5-*f-/U-2- (2, 2-y7^D-l, 3-v 

>^>-5 -4/U) *^tV-^-4 -4^) x^y) 7xxjM 
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14) 2- (3- (2- (5-^;U-2 - (2, 3, 5, 6-fF77;^o 
5 15) 2 - (3 - (2 - (5-^f^-2 - (3-^OD-4-^f^7xz;l/) 

16) 2- (3- (2- (5-^f"^-2 - (4-h'j7;^on + y7xz 
10 xxf;K 

17) 2- (3- (2- (5 - (3, 4, 5-hV^h4v7x- 
;W) ****/-^-4->f x^-» 7xxww^) M'^f"^ 

18) 2- (3- (2- (5-^f-^-2- (4-^f-;Wf-*7x-;l/) *4f^ 

15 y*-;i/-4-^f;w) i^v) 7x-ww*) gfcg£ • ^f-^x^xJK 

19) 2- (3- (2- (5 2 - (3-^fD-4-^Wx-^) 

4 --f ;u) x^y) 7x^;i/*^;i/-f #) ^^f^x^ 

20) 2- (3- (2- (5->f-JU-2 - (1, 3 -Vit^4 >?>-5 - 
20 4)^) A -4 )V) x|>^» 7x-)V) gfcgfc • ^ f^f^, 

21) 2- (3- (2- (5 2- (3, 4, 5-f'J^^>7xx 

;w) t^-9-v*-;w-4 xf^» 7x-;i/) sk^^xxtjk 

22) 2- (3- (2- 2- (4-h'j7Wn^h^ry7x- 
;W) *^r"9-V-;P-4 -4 -^h^rv) 7i-;U) B^gg • ^f^x^f^K 

25 23) 2 - (3 - (2 - (5-*f7W-2- (2, 2-y'7^to-i, 3-v 
^-^■9-^>^>-5-^^) ^^•9"7--;U-4 ->f )U) x^y) 7x-;U) 
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24) 2- (3- (2- (5-^^-2- (4 - MJ 7^to^ W^7x 

25) 2- (3- (2- (5 2 - (4->7;7x^) 

26) 2- (3- (2- (5 2 - (4-y^oMy^7x-^) * 
^•9-V-;l/-4-^n/) x^y) 7i-f) ^-^f^T^ 

27) 2- (3- (2- (5 -^f-^-2 - (4-'^W5;7xX^) * 
^r-9-v*-;i/-4 ->f ;u) x^^y) 7x-;i/) fi|f -^f;i/x^f;K 

10 28) 2 - (3 - (2 - (5 -^f L ;i'-2- (f*7xV-2 — ( )V) 
-;i/-4 i^y) 7i-)l/) »K • ^f-^J.^-r^, 

29) 2- (3- (2- (5-*f->U-2- (77>-2->f^) **-9* % /->U 
-4-^f;W) x^y) 7ix^) ^'^f^f;K 

30) 2- (3- (2- (5 -^^;U-2- (tf'j v>-2-^;W) **^V*- 
15 xh+v) 7x-;U) ^^f^r^ 

31) 2- (3- (2- (5->-f^-2- (4->f-/U-l, 2, Z-^TV 

ry-;w-5--r^) **-9-y-^-4 xk-» 7x-;u) • 

32) 2- (3- (2- (5-^f-;w-2- (2, 3, 5, 6-rF77^o 
20 - 4 - >f^7x-^) tW-^-4-^^x^y) 7x-^)ftR. 

33) 2- (3- (2- (5-^?-;U-2-v?o/\*v;w**^y*-;i,_4 - 
-f;i/) xh^fy) 7x-;l/) gfcgfc . p< f-;i/-x*T >K 

34) 2- (3- (2- (5->f^-2-y^D^>WW-il'-4- 
25 4 fr) x^y) 7x-;U) • ^f-^/X^f-^ 

35) 2- (3- (2- (5-^f"^-2- (tf ') v>- 3 -4 ^) t^r^V- 
;l/ _ 4 _>f ;l/ ) xf+y) 7i-il/) ^-^^xxfiK 
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36) 2- (3- (2- (5 2- (fcf V v >- 4 ->T *) 

37) 2 - (3 - (2- (5-^f-;W-2- (4 -*f-JH£^9S> >- 1 ->f;U) 
5 38) 2 - (3 - (2 - (5 2 - (4-^W7x-;i') **<^ 

39) 2- (3- (2- (5-p<^-2-v?n-/nn>**^v*-;i/-4- 
^;u) ib^y) 7x-;l/) ftH- ^f-^x^-f-^, 

40) 2- (3- (2- (5 -^f"^- 2 - (^y'J>-2-^;W) 

io ns-A-4fr) jLh#v) 7x-)V) gfcgg • 

41) 6- (3 - (4- (4-^f^7i-;i/) f7V-;i'-2-^;^ h*v) 

42) 4- (3- (4- (4 -^f-;U7x-;i«) f 7/-;v-2 -'f ;m h^rv) 

7x-)k) t^bl 

15 43) 6- (2 - (4- (4-^f;i'7xxA/) f7 4 /-^-2-^f W h+y) 
7x-;i/) ^*^>®L 

44) 2- (5- (H*7x-Jl/-4 — Ol^ b*v) - 2--bn7x-)Mf 

ftSL 

45) 2- (3- (lf7x-JU-4 ->f h+y) - 4 -~ h 0 7x-iM 
20 ML 

46) 2- (3- (2- (5 -^f-;U- 2 - (4 - h 'J 7;U*nM f*7x-*) 
^•^r^v*-;u-4 -4 ;i/) xf+y) 7x-^^Wt) ftK, 

47) 2- (3- (2- ( 5 -tf-fr- 2 - (4-7Ho7x^) 
_;p_4 _>f;l/) x^y) 7xx;Mf;Pf^) gfc$, 

25 48) 2 - (3 - (2 - (5 2 - (4-^nD7x-;U) tHV- 

;U-4-^;U) x^y) 7xx;Mf;i/ft) ft8L 
49) 2- (3- (2- (5-^f^-2-7xxWty-;v-4->f ;u) 



245 



WO 99/46232 



PCT/JP99/01134 



50) 2- (3- (2- (5->f-;t/-2 - (4--hD7x-;l/) 
A—4-^A0 xh+i/) 7i-;MWt) gfe&x 

51) 2- (1- (3- (2- (5-^f-^-2-7x^;i/t^V'-^-4 - 
5 x^y) 7x-;W) x^A-?-*) gfc$, 

52) 2- (3- (2- (5-hV7A'tn^f;i/-2-7x-Wt , /-;V 
_4_^;V) xh^v) 7x-)Mf)Pft) 

53) 2- (3- (2- (5 -^f-A-- 2 - (2, 2— ?7JU*n- l, 3-v 
**-*M >y>-5-4 AO *%-yr > /—)\s- 4 — f A') Xh*~» 7x-)M 

10 ft& 

54) 2- (3- (2- (5->f-;U-2- (2, 3, 5, 6-f F77^n 
-4-^f;i'7x-^) **-frV-/U-4 ->f AO if^y) 7i-)Mf)P 

**) 

55) 2- (3- (2- (5->f-^-2- (3-^nn-4-^f)V7x-^) 
15 ^-^■9-V-;i/-4 ->f A') xh*v) 7i-)MfWt) gfe$, 

56) 2- (3- (2- (5 2 - (4-t>'j7^tD^ h^y7x- 
AO t^V-K'-A-J )\<) x^y) 7x-;^f;i/ft) ftK, 

57) 2- (3- (2- (5-*f-A>-2- (3, 4, 5-MJ>^y7xi 

A/) **y-*/-»-l-<<fr) X^y) 7i-)V^Wt) 
20 58) 2 - (3 - (2 - (5 2- (4-^Wt7x-^) sf^-fr 
V— A—4)V) xh^rv) 7xz;v^f;Vft) ftK, 

59) 2- (3- (2- (5-^^-2- (3 h D- 4 ->fJl/7x-^) 
**^V-A/-4 ->f AO x^y) 7xxa^?-A/?-*) gfc$, 

60) 2- (3- (2- (5-^f-;U-2- (1, 3 -$>*4MM - 
25 -Ol") **^7*-A'-4-'f AO x^y) 7xxA0 ftK, 

61) 2- (3- (2- (5-^f-;U-2- (3, 4, 5-h^Kv7xx 
AO t4r-9-V-;W-4 --f A/) x^y) 7xijP) ftfe 
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62) 2 - (3 - (2 - (5->f-Jl/- 2 - ( 4 — h U 7;U^d^( ^y7x- 
**-9-V-;i'-4 --f ;u) xh*v) 7x-;u) ftBE. 

63) 2- (3- (2- (5 2 - (2, 2 - v^l^n- l , 3 - v* 

yyy -*>-A)\<) -J )\<) xk-» 

5 ft®, 

64) 2- (3- (2- (5->f"^-2- (4-f'j7Wo^ Wt7x 
-;w) ^^r"9-y*-;P-4 --f ^) xf^-» 7i-;MfHt) 

65) 2- (3- (2-.(5-*f->l>-2- (4->7;7i-^) 
;i/-4-'f;w) x^y) 7x-JMf^ft) §fc$> 

10 66) 2 - (3 - (2 - (5 -Xf-;W-2- (4-y^DA^v)i/7i^) * 
4r-9-V-;l/-4 -4 )\>) x^y) 7x-Jb) ft®, 

67) 2- (3- (2- ( 5-^^-2- ( 4 - V* f-frT < J 7 * 
^y_ ;l/ _ 4 _^;i / ) x^.» 7xx;k) ft®, 

68) 2- (3- (2- (5-^f-^-2- (f t7x>-2->f ^) 
15 -;u-4--f;i/) x^v) 7x^;U) ft®, 

69) 2- (3- (2- (5-^f-^-2- (79>-2->f^) **W-)V 

xh^» 7x^*) ft®, 

70) 2- (3- (2- (5->f-^-2- (tf»; v>-2-W /U) 
;i/-4-xf;u) x^y) 7x^;V) 

20 71) 2 - (3 - (2 - ( 5 2 - (4-^f-^-l, 2, 3-f7v 

7V-;i/-5-'f^) **^v*-;u-4 ->f;u) x^-» 7xx^) ft®, 

72) 2- (3- (2- (5-p<f-;W-2- (2, 3, 5, 6-f F77Ho 
-4-^f-;U7x-;u) ***V , -*-4-'f/i') x^y) 7xx;i/) ft®, 

73) 2- (3- (2- (5-^^^-2-v^D^^v;U^-^r-9-V*-;i/-4 - 
25 -Ol/) xf^y) 7x^*) ft®, 

74) 2- (3- (2- {S-*T-)\>-2-i/9us<V1-)V**4y*/~-)\,-4 - 
4)V) Xh+y) 7x-;U) ft®, 
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75) 2- (3- (2- (5 2- (If V V>- 3 -4 /U) 
;u-4-^;u) xK-» 7x-;u) ftK, 

76) 2- (3- (2- (5 -^f-^- 2 - (tf V >- 4 -A /U) 
;V/ _4_^;l / ) x^i/) 7x-;U) 

5 77) 2 - (3 - (2 - (5 -*f-/U-2 - (4 -**JU\£«?V>- 1 -"f/lO 

78) 2- (3- (2- (5 -^f-JU- 2 - (4-^ W*7x-;i/) i**^ 
V-;u-4--f ;i/) xh#i/) 7i;*) ftK, 

79) 2- (3- (2- (5-^f-^-2-v^nynif;l/^-^^y*-;w-4 - 
10 >f/U) x^y) 7i^^) gfc$, 

80) 2- (3- (2- (5-^^-2- (*yy >-2->f JU) t^rty- 
)V-A-4)V) x^y) 7x-;i/) 

81) 5- (3- (2- (5-^f^-2-7xxWt , /-;i'-4-'f;l') 
x^y) 7x-;P) -2, 4-f7V'Jy>yt>, 

15 82) 2 - (3 - (2 - (3-F'J7;i/tn> h^v7x- 

)U) )V- 4 - J )V) xK-» 7x-;i/) Sfcg& • ^f-^T.rJK 

83) 2- (3- (2- (5-^^-2- ( 2 - h U 7)ls*u * y * i>7 x =. 
fr) t^^f-fr- 4 -4 flO 7x-;u) gfcgg • ^f-ji/Jcx-rJK 

84) 2- (3- (2- (4-^f;V-2-7i-W^ty-^-5-^l') 
20 x>^y) 7xxjl/) ftK'^f^x^f^ 

85) 2- (3- (2- (5 2 - (3 - h U 7;^n> h^v7x- 

***tV-)\>-A-4)V) xk-» 7x-;i/) gf=$, 

86) 2- (3- (2- (5 2 - (2 - h U y)V*U* b ^7ix 
**^V-;u-4-'Ou) x^y) 7x^;u) 

25 87) 2 - (3 - (2 - ( 4 f-*- 2 -7 x-^**-?- y*-;U- 5 ;u) 
x^y) 7x-;i/) ftK, 6 *fctt**i<b©*jfi]|& 
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Sequence Listing 
<110> 0N0 Pharmaceutical Co. .Ltd. 

<120> Carboxylic acid derivatives and medicines containing the same as the active 
ingredient 

<130> 0NF-2923PCT 

<150> JP 10-058444 

<151> 1998-03-10 

<150> JP 10-087560 

<151> 1998-03-31 

<160> 3 

<210> 1 
<211> 85 
<212> DNA 

<213> Artificial sequence 
<220> 

<223> Enhancer sequence including 4 times repeated Gal4 protein response 
sequences 

<400> 1 

tcgacggagt actgtcctcc gcgacggagt actgtcctcc gcgacggagt actgtcctcc 60 
gcgacggagt actgtcctcc gagct 85 

<210> 2 
<211> 9 
<212> PRT 
<213> Unknown 
<220> 

<223> Nuclear localization signal derived from SV-40 T-antigen 
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<400> 2 

Ala Pro Lys Lys Lys Arg Lys Val Gly 
1 5 

<210> 3 
<211> 9 
<212> PRT 

<213> Influenza virus 
<220> 

<223> hemagglutinin epitope 
<400> 3 

Tyr Pro Tyr Asp Val Pro Asp Tyr Ala 
1 5 
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